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[ti*3S 1 1 (I) : 




[tl*JS5] -as:^ (I) ^cib•^^-c, Ar*seifeXfi«$ 

SSIW^-r- n T y — /I'STfeS 1 lE^ro ^' n -;<' 
[»*JS6] -SSS; (I) d^iV^T. ArdSem3l»±M 

m.^ sr-a-tf 6 {B«±*-r m.Wk&x-m.Wk $ ttfc 7 ^ =/w 

«-efc 5 1 lEmro ^ n -7 ^^31 «cx tt^rn e> (OKI 

m^ms] -m.^ (d (c*^l^-c. r2. rs, R4st;'R 



(2) 

[ 0 0 0 1 1 
:o [00 0 2] 

20 ffeSle'^<OSffltJ£;*C$tl/OOfe5 (Lancet, 339, 1120 
(1992); J. Invest. Dermatol., 98. 851 (1992)) „ L 

(000 31 *miBAfl. 9t\z.imT WW^Sf-S^S^JU 
Mt-S^'y-V/Wgl^fli (!l#M¥8-109171-g-<i!^^) -^fc K 

a^/l^m^W- (#ffl|3093170#) ^aigLT</^5 

[0004] 
[0 0 0 5] 

#e>li. a>!!-WT WV-dr— tti^S, #tC(±IVST wu^ 

m3093170^?^Jii|B@IE®© fc K P / i^^^«:Sr t 
{c 1? 7 V/HTI&O 1 UfcT y -/vSlcM 

\^^M^t^\^tzM. HtJiET y 1 ) 

14®glS-C'ttm$tvfc7i^/pa. 3ifi'^'rciTy-/i' 
50 ^^i-5TfS<?3i?n-e>'^#i*:©*^tt^S0*«Cl«:'c 
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[0 0 0 6] ip*>. JeATW^PJSr^-^-t-?., 

10 0 0 7] ( 1 ) -AS:^ (I) : 

Ut2\ 




[0 0 0 8] (2) -jfeiC (I) tCiiV^-C. Ar;ism^^® 

(3) -jKS; (I) ^C*iV^T, Ar!iSa^Xf4«l«gl<0# 

5»mST'agl$Hfc7:n=/uST'fe5mrfS (1) tela 

(4) (I) ICtD-V^T, Ar/ism^Pii§l'tt<^SmS 

(5) (I) fcJoV^T, Ar^sB^XfiMSSiw'^ 
7^oTy-/uST-fe5HfrlH (1) tcSH®©^'n-r>f|a| 

[0 0 0 9] (6) — ^iC (I) ^wtJV^Ts Ar*SKglX 
H«lflSlro#iStt3?«iSS-efc5HulE (1) (c|E«©^' 

(7) -^iC (I) (Cfca>T. Ar*s*^£)l^t©i^^Sr'& 
mrlE (1) {c|E«<D^n^i^1^#{*:X«*n^«|g^e<) 

(8) -^SC (I) »CtJ^,^T, r2, r3, R4^t/R5;i5^tv 

^'ivT^^^i^mx-h^mm (d ~ (7) coi/^-rtud-tciE 



(9) (I) ^ct5^^-c. X/4S7Km^=--cfe5tf^lE 
(1) ~ (8) c7)l/^-r^^/i^(rfe«©^5'^•vvSI3?fl£X^± 

(10) tfllE (1) ~ (9) (D^^-r^^*^{C|E®(?5^^•7 
[0 0 10] (I) X'yn^in^^o-^ymm-m-i. 

[0 0 11] mrlEl) 0#|t(4'?7i>/l'Si:Ar-C 

^ * n 5 T y -/wsc) ^/h ^ < -r ^ i: I- J; 

oT. tfrlE2) (Dif^mttl^vV/W^irAr-C^SixSTy 
[0 0 12] 

20 -rSi:. Rl-C*^$tbSjKmicl~407'/i'^/wSi: L-T 
^^/wS. T'Dtf/wS (l-7'ntVw 

S) . -rVy^ntVwa (2-7'ntVl^S) . 

( 1 -:7"^/wa) . sec-y^/WS ( 2 -T/^/bS) , y 
^f=-/WS (2-^5^/U-l-7°n tVvS) , t-'f'J-jV^ 
(2-^^/V'-2-7'nf/wX) Sr^ffSr tdS-^t-So 
^fcRl-e^$tb5j^^Sc7~10OT7/l'^.'WSi LT 

'<>'v'-'^S^ 1-7 31— /VJi^/wS, 2-7 31— /w^c 
f^/V-S. l-7ai=/W7'o tVua. 2-7i— /I'T'D tVP 
X (2-7i-/V-l-7'n f/vS) , a, a ^/V- 
30 /US ( 2-7 31— /U-2-:^n tVuX) , 3-7 3ir^ 

/W7°n tVuS, 2 -> ^/V'<> v?/vX, 3 '?^/U'<>' 
4-^ 5^/U'<Vv?/vS'i t'Sr^tf -5 r i: 1i>X% 

[0 0 1 3] r2, r3, R4xfiR5-e^$tu5^^^1~4<0 

T/P=^r/wSt LTfi, ^i^^/V'S. >^DtVwS 

(1-7'DtVUS) , -f yT'citVUS (2-7*0 tW 
40 S) . 7'^/PS (1-y^^/US) . sec-y^/wS (2-7' 

^^/V'S) . ^ y::?''?-/V'a (2-^^/u-l-7'D f/u 

S) . t-7'^/uS (2-;^^/W2-7'a tVuS) Sr^Jf 
5:i2:/55T*#5o $f^bl>R2, r3, R4j^TJ!R5t LTtK^ 

p<^/wS*Ji^!^i:/jj5 6-t Kn;^v/-2. 5. 7, 8- 
7^ h7/'f-/i'i^ ^I•v>'-2-*>'^7Ki^®^J^5ml5$i^•C^'>5 

[0 0 14] XT:vT^$tl/5j^^^l~40T/U^/wSi: t 
•Cfi, ;^^/V'S, ^^/I'S. 7'Df/i'S (l-T'ne/i^ 

so S) . 'fyT'DtvwS (2-7'otvuS) , 
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(2-:7:n^;W-l->^n tWa) . a, a-v^^^v^V-^ 
^v^/l-a (2->^ai^/W2-y^n tVwS) , 3 -:7 31^/1- 

yptvi/*, 2-^5^/w^:/v^/wa. S-^^/V^^^v^/V- 
2-;^^yW7'n/'?y-</i.S, -O'^y-T/vS. 2-7« 

-f/i-S. 2-p«^/v^>'^y ^/i-S. 3-^^/\^^>'^ / 
^/V-Sv 4-;^^/W^>'^y ^/VS. 2-^^/i->^^/>r 

S. hy^;^/-r/uS> 7^ h^'7=:^/-f/vS. -O-^t" 
:;^/-Y/i-S. -^^1^T';^/-</ua. ^'f^'fti J ^ 
S. :^i!^^x:!(7/^/vS/^if(OT/U:^/-f/u* ; ^v-y' 
-r/vS> T^y^/vS. ^^znn/i^Tir^/vS. v':iir^/v 
T^n y ^ /vS?i if'cT)^^^^'^ ti^T v-/vS/^ if Sr^tf 

h^i/;j57/V7K::^/uS, >r y:/ h=3rV;^/v^::^/uS. t-y 
S. ir^^)Vir^-yti)\^if-^f^y^^ / =-)\^:^^^y1o?yyif^ 

i^'x V/U:^^ v':j?;yV7K^/vS^^ if Sr^tf 5 r h fp^-Q 

S> ^>v^/i-S. T^/v-^/i-S. Tir^/^S. T^oz-^y-Y 
/^S. yt^^y-Y/^S. 2-y^/u:7"n/^y-r/uS. >h 

:^/P/K:::i/U'S. sec-^ h ^ v^:^/U7j<::^/VS. ^y^h^ 

v';j(7/U7K^/wS, t-y h^v';^/i^7}^:=^/v-SS:*(f S i: 
/i^S. y^y-f/vS. 2-y ^/i-:/ny^y ^/vS. y h 
ij)Vif.z=,fV^^ -f y:/D7K:aei/;^/i.7K^/i-S. t-^h^ 
10 0 15] *fcArT-*$ixSm^Si§ltt<^emST*fl 



(4) 

fi. ^J^fi;^/i-7}f:^i//i.S, ;^/w<^-r/vS. (C 
l-4T/i^^/v) :^/w<^-</uS («?iJ;ifi. i/y^/v-;^/!- 

Ci-igTv-zi-S (^Jx.tf. Tir^/^S. ^:xy'>r/i- 
S) . i/rys. ^hnS. by y/v:*-nyf^/V'S. h 

/^S^ 4-:^/UAK^iyy 2-:*f/w<^-</V'y^ 
^/^S. 3-;3?;/w^^-Y/u>^3i;:i/ixS. 4-:^/w<^^/u 
:7 3i:::/vS. 2-y Y^^yfi f^if^^f\^y :s^^f\^l^. 3-y 

y 3^z=L)V^^ 2-^ h^v':*/u^*^/u:7^^/uSs S-^^c 
h^v':*/V7}^'^/w:7 ji^ywS. 4-:3^ h :^v':^/^;^<=./^ 
7:xl=./vS, 2-N. N-v^y ^/U*/w^^-f /u>^^:=^/V 
S, 3-N, N-v^y ^/V:*r/W^^-Y/v:7:3ir:i/vS. 4- 
N, N-i/y ^/U;^/W^^-</V>^^n/vS, 2-Tir^/U 

^/v^£. A-^^y^/ 4 f^^y 2-v'Ty y ^:=^/u 
a, s-i^ry ^^^^/i^S, 4-i^Ty y^njn/uS, 2- 

hn y^ocrn/l^S. 3-^ h P ^jiriyt'Sx 4-^hn:7 
^^/Va. 2-hy :7/U:;i-ny^/W7:n::i/Ua. 3-hy 

:7/W:;t-ciy ^/Py'ain/pa. 4- h y y/v;d-ny ^/Vy^ 
^^/i-a. 2- h y y/v-;*^ny h^v^y^:=^/ua. 3-h 
y 7/W:^ny h^i/^icn/va. 4- h y 7/U:^c3y h 

~:;^7 /U/K >^ :n ^ /^S > 2 /w^^-f fvy zxl ^/pa> 

a. 2-:!^ N:^>^:;?7/l-7K::^/V>^:ii^/Va. S-^h^V^:^ 

/u-yif^^^yu^rnn/uax 4-:3^ h=^pv':;^/uz}fri/V'>^^ri/u 

a. 2-Tir^/V7 3i^/Wa. 3-T-t^/U7j:::^/Uax 
4-T'fe^/U7 3i^/wa. 2— >Ty :7ai::^/ua. 3-v' 

ryy^ji^/va. 4-v-Ty y^:::^/ua. 2-Hyy/v;*- 
ny ^/i/:7;nri/ua. 3- h y y/u;*^ciy ^/w:7ai:=i/u 
40 a. 4~h y 7/u;i-Dy^/U7:iin/uaSr^tf 5r i:;65 

T-#. tt'T't 3-*/U7K:^v'>^^::^/Ua. 3-*/W^^^ 
/VyzcJ^/^a. 4-:;^7/W^-^>f /P>^^:::i/l^a. 3 h ^ 

^/i-a, 3-Tir^/u:7jiny^a. 4-Tir^/u:7 3i^/P 
a. 2 -v'T y:7 31 r:i/wa. s-v'Ty :7 3:^/wa. 4- 
v/Tyyin^/wa. 2- h y y/v;*-oy ^/v^'iii^/u 
a. 3- h y y/i-:^ny 5^/vy:i^-/ua. 4-hyy/w:*- 
ny ^/ixy^^zri/i-a^if^^^tcif^ u^^v 

[0 0 16] *fcArT*^$tt5®mXtt«eife<^'^7'c' 
50 Ty-/uai:LTtt> 2-eyv^/i-S, s-b^yv^/^a. 
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:^v?^/wS, e^v^^/^a. 2-:7yyi.^^ a-y^y/i- 

s-t-py/vs. -r^^^^/y/v-s. ^r^/y/i-s. 

eyv^/vS^ 2-^ nz P-3-ey >?/l-S, 6-i^nc2-3- 
fc'yv^/^S. 2-;^ h^v^-3-ey v^/t-S, 6-;?< ^=¥v' 
-3-fc''y v^/V-S. 2, 6-v?i^PU-3-h:'y v?/VS. 

2, h^v'-3-fc:'y v?/wS/^if?r*tf5)ri:;5f5 

UT2-tf y v^/vS. S-ey v^/l-S. 4-t:-y>^/PX. 
S-ey ^ v?::i/i-a, 2-p«^>rW3-t-y >^/wS. 6-;^ 
^/W3-ey v>/WS. 2-i^np-3-ey v^/PS. 6-^ 
np-"3-t-y >?/V.S, 2-^ h^v'-S-t^y v^/va. 6- 

p< h^v-s-t'y v^/v-S, 2, e-v^^nn-s-ey V? 

/VX. 2, h^^v'-S-ey v?>^l^S&^tf 

JJ>^T*#. ^•-et> S-t'^y 4-t:'*y v^yi^S, 2-^ 

p n-3-ey v^/VS. n u-3-t:''y v^yvS, 2-^ 

h^^v'-s-tf y 6-^ h^v-s-ey v^/ws. 
2, 6->^^ u c3-3-ey v^/i-X, 2, 6-v^7« h^v^- 
3-ey v?/WS;05#t::i?S 

[0 0 171 Ar-e^$ix5«glXfi««m<^#»tt3§^« 
^^irLTfi. l-^:7^/wS. 2-^-7^)^^^ 4-4 

/VS. 6-7^ t Kn-^>^^/v-s, ^yy/i-x. -YV 
^/y/i^a. i/^-yy^/wa. ^-^v^y^/vs. ^/^ 
-y-yri/vs. -:^>^^y ^> 
Ky;vs. ^y-^>'Ky/va. ^>'>^:7y/pa. ^>^y 

^V>^^T>^y /VS. 2, 3-y ^U:/V^^^V^>^in;:i 

/^S. 3. 4-;^^UVv^;i":aE^v-7^=/vS. 2, 3-:i^ 
^U>^i/:t^v':7^::^/l-a. 3, 4-^^U:/v^:t=^v' 
^'in^/Pa. 4-:7/i^:^n-l-:hy^^/vS, 
l-^>^f^/va. 2-y ^/Wl-^y'f^/VS. 4-y^/W 

:3ev'-l--^:7^/i.S, 6-y h^^riy-- 1-^:7 ^/vS. 7- 
^ N^>'-l-^>^^/wa. 2-^ ^=^^/-l-f-:7^/w 
^y^fv^. 3-y h:^v'-2-^:7^/i.s, h^v- 

=^rv'-2-'?-:7^/l'S. 3-::ii H:^rv'-2-:h7^/vS. 5- 

'■ry^/\-m. z-i-y^jx-m. A--<>y=>;vm. 5-^ 
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^V'V'^Tv^y /^S. 2, 3-y ^u>'v?:^-dE->:7^- 
/l^a. 3, A-:/^^\yl^^y:t^\yy :r.=:.;v^, 2, 3-^ 

3, 4-^^U>-v^:^:¥v' 
:7 3in/vS. 4->'/v:^u-i-i-7^/i-S. 4-^nD- 
l-^y^^vm. 2-?^'^/i^-l-i-y^/i^&. 4-7«^/v- 

i-^:7^/va. 2-y h^^y-i-ry^/i-m. 1-y h 

:^i/-2-:^:7^/vS. 1-^ h^>'-2-:h7^/vS^* 

/VS. ^^^v'^ry^y/wa. 2, 3-y ^i^^^i/;*-^^/ 
y:r.=^/um. 3. 4-y^u>'v>;^=3f-i/:7^:=i/i-S^ 
2. 3-:i^^U>'i/:^=¥v':7^^/V'a. 3, 4-J^^I^>' 
i/>d-=^v'y^^::^/V'a. 4-7/v:^p-l-^7^/wS;55f|# 

[0 0 18] '^tzATX*7jk^tl^yi(.mUf^(Om^^^ne 
x.ti^^^v'/vS, V>^n^:^V/vS. ^>'^/v:^=3ev' 

v^/i^a. ^^^v^/v-^^-^v-a. b^^yv^ya (i-t:°-<y 
v^/va) . 2-t:''^y i//va. 3-t'-<y v^/i^a. 4-^' 
-<y>^/i-a. b^-^^v^ya (i-e-<^>^=/i-a) > 2- 
e^^i/z^/i.^, ^/wi^yya. 2-^/i/^y ::^/i^a. 

3- ^/W7i^y ^/^a. N-y ^/vt''^^i/ya. t-v^^^ 

i^b<oS«la-ca^$^^fc>'3^^/wa^r LTtt. 2-^ 

a. 2-^>'v^/i-:7 j:-yv^^ 3-^>'v?/v:7 3i^/va> 

4- ^:^v^/v:7^n/ws, 2-b':7^ny /vs, 3-^^:7 

^^y/va. 4-b^:7^::^y /va. 2-^>'f'/i-:t^i^y 
in^/l-a. 3-^>^^/l-;^=^V7^:=^/va. 4-'<>'^/V' 
:^:3irv'>^ji:=:/wSx 2-^^iy/i^y^^i^y z^^^/i'S. 3- 
^:¥v'/V:^=¥v':7 3in/wS, 4-^^v//l^:^:^>'>^3i^ 
/^a^ 2-v'i^ n^^^^/U:;r^v'>^^^/i-a. 3-Vi^n 
^V^/V;^^v':7ac:^/i'a. 4-^^ ci^>-^/V:3f^v' 
40 :7 3i:=:/pav 2-v^^ n^:^v'/W;i-^rv'73:^/va. 3- 
i/^ o^^rV/V':^^v'y'2n::^/va. 4-v'^ P-^arv-yv 

v'>'ai::z/va. 2--<>'v^/V';^^iy :7 ^ ^;va. 3- 
^>'i^/P:^:^v'7 ji^/l^a. 4-^>'v^/V':^-^v'>^iii^ 
/i-a. 2-:7jiy ^f-v':7 3in/vs, 3-:7:aiy ^v':7ai^ 

/vs, 4->'^y =¥v'>^:ii^/i^a. 2-e^yi/y>'^^ 

/l^a. 3-e^y V^y :7:ii:::i/l^S. 4 - 1**^ y V^y >^ ai 
/^a. 2-fc:'^7V?y :7:xi::^/l^a. 3-f^^i^y 

/v-a. 4-\i"^yi^/yz^=^/^&. 2-^/V'7^y y 
/v-a. 3-^/V7}^ y y :7ai:=^/i-a. 4-^/^7^ y y ^^^n^ 
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:7:ii;r^/i^S> 4-^vi//v:7^^/^s, 2 -b*:7 ^ y /V 
2-^>^v^/V':?}-^v'P^a:^/uK. 3-^>^i>^/W:t^ 



=^/i^a. 3-t-y^/v-;^/^?J<^/i-T^ yp^zn^/i^a. 4 
3-^>'i//^:^^v'7^:=^/^X. 3-7^/drv^7in 

^/V^S. 3- t-y^/l-;tr/V/i^':=^/l-T^ / 3 

[00 19] *^PjOif^ Ul/>^5^n'v:/^29fls:$::ftft:6<) 
tcS 1 tc^i-o 

[0 0 2 0] 
[^1] 



(6) 



10 
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// 12 



No. 






R' 


R* 


R* 


X 


Y 


Ar 


1 


H 


H 


H 


H 


H 


H 


CO 


4-Cyaiiophenyl 


2 


H 


H 


H 


H 


H 


Me 


CO 


4-Cyanopheayl 


3 


H 


H 


H 


H 


H 


COMe 


CO 


4-Cyajiopheii^ 


4 


H 


H 


Me 


Me 


Me 


H 


CO 


4-Cyan^li^yi 


5 


H 


H 


Me 


Me 


Me 


Me 


CO 


4-CyajiQphenyl 


6 


H 


H 


Mc 


Me 


Me 


COMe 


CO 


4-CyBnopheiiyl 


7 


H 


Me 


H 


H 


H 


H 


CO 


4-Cyanopheiiyl 


8 


H 


Me 


H 


H 


H 


Me 


CO 


4-C|yanoplieiiy] 


9 


H 


Me 


H 


H 


H 


OOMe 


CO 


4-OyBfiopbeDyl 


10 


H 


Me 


Me 


Me 


Me 


H 


CO 


4-CyBiiopbeiiyl 


u 


H 


Me 


Me 


Me 


Me 


H 


CS 


4-Cyaooplieiiyl 


12 


H 


Me 


Me 


Me 


Me 


H 


CHi 


4-CyaiioplieDyl 


13 


H 


Me 


Me 


Me 


Me 


Me 


CO 


4-CyaDophenyl 


14 


H 


Mc 


Me 


Me 


Me 


t-Bu 


CO 


4-Cyaiiopbefiyl 


13 


H 


Me 


Me 


Me 


Me 


CHbPh 


CO 


4*CvaiMM3lien.vl 


16 


H 


Me 


Me 


Me 


Me 


COMe 


CO 


4*Cyflxiopliefiyl 


17 


H 


Me 


Me 


Me 


Me 


OGOMe 


CO 


4-Cvanoohefiv1 


18 


H 


El 


Me 


Me 


Me 


H 


CO 


4'Cy&iioplicDyl 


19 


Me 


H 


H 


H 


H 




CO 




20 


Me 


H 


H 


H 


H 


Me 


CO 


4>C?vafumlienv1 


21 


Me 


H 


H 


H 


H 


COMe 


CO 


4-Cy&zioplie&y] 


22 


Me 


H 


Me 


Me 


Me 


H 


CO 


4-Cyaiiopliefliyl 


23 


Me 


H 


Me 


Me 


Me 


Me 


CO 


4-CyaiiopJi6Dyl 


24 


Me 


H 


Me 


Me 


Me 


COMe 


CO 


A-CyniMiphenyl 


25 


Me 


Me 


H 


H 


H 


H 


CO 


4-Cyaiiophcnyl 


26 


Me 


Me 


H 


H 


H 


Me 


CO 


4>Cyaoiophrayl 


27 


Me 


Me 


H 


H 


M 


COMe 


CO 


4'-Cvanophenvl 


28 


Me 


Me 


Me 


Me 


Me 


H 


CO 


4-OyaiiopheDyl 


29 


Me 


Me 


Me 


Me 


Me 


H 


CS 


4-Cyanophenyl 


30 


Me 


Me 


Me 


Me 


Me 


H 


CH2 


4-Cyanopheoyl 


31 


Me 


Me 


Me 


Me 


Me 


Mc 


CO 


4«CyaDopbeAyl 


32 


Mc 


Me 


Me 


Me 


Me 


t-Bu 


CO 


4-Cyaiiop)ieayl 


33 


Me 


Me 


Me 


Me 


Me 


CHzPh 


CO 


4-Cyaxx>phenyl 


34 


Me 


Me 


Me 


Me 


Me 


COMe 


CO 


4-Cyaiiopiienyi 


35 


Me 


Me 


Me 


Me 


Me 


COEt 


CO 


4'CVanopheDyl 


36 


Me 


Et 


Me 


Me 


Me 


H 


CO 


4-CyaDopbeny] 


37 


Et 


Me 


Me 


Me 


Me 


H 


CO 


4-Cyanopheoyl 


38 


£t 


Me 


Me 


Me 


Me 


H 


CHi 


4'Cyaiiophenyl 


39 


CHzPh 


Me 


Me 


Me 


Me 


H 


CO 


4-Cyanophenyl 


40 


CHjPh 


Me 


Me 


Me 


Me 


H 


CHj 


4-Cyanoplicnyl 



t$ 2003-21 2872 (P2003-21 2872A) 



(8) 

13 14 



No. 








R* 


R* 


X 


Y 


Ar 


41 


H 


H 


H 


H 


H 


H 


CO 


J-TViflaoroniethylpheiiyl 


42 


H 


H 


H 


n 


II 


Me 


CO 


^-TVi fttiommeth vlntienvt 


43 




H 


11 


H 


II 


GOMe 


CO 


^TViflwrnBiethvlntigfTitd 

1 1 lAllWimiiPlll jlyllwlljl 


44 


}] 


1} 


Me 


Me 


Me 


II 


CO 


^TViflw'i'MHethvhihgiivl 




{] 


|] 


Me 


Me 


Me 


Me 


CO 


^_TViflin mm itHh vltitiAti vi 
^ MniMMxvaxcviyipoicsiym. 


46 


H 


H 


Me 


Me 


Me 


COMe 


CO 


*WPrifliini fMHg^hvlnhenvi 


47 




Me 






H 


H 


CO 


M jmM^jn/iin^AijruJiiraijfi. 


48 




Me 




11 


II 


Me 


CO 


'l-Tri n 1 ii^^mr^ti vlntiATi vl 


40 


II 


Me 


If 


JT 


II 


CX^Me 


CO 


j~ ixiiiuucviiiniiyipaciiy& 




{] 


Me 


Me 


Me 


Me 


II 


CO 


J** AXii.iiiunjiiiiniijripiicnjri 


^1 


u 
*« 






Me 




XI 


CS 


X-TVifliii WBMm^hirlTiliAJiul 

lAiuwjnniiMJiyipucnjFi 


S5 


u 






Ma 


Me 


II 


CH2 


L^^^fliifWivnAtftwInlvffml 
AJuiuwtuiueuijrJipiiciiyi. 




U 
Tm 






Me 


Ma 


Ma 

MC 


m 


D~ iniitHJiuiiiEiMjri|JDciiyi 




u 
n 




Ma 

ivie 


Ma 


Ma 

IVIC 






'^'TVt f1 1 itfwn ffM A#4k «/in1%A n «jl 

^ iiiiiuui.uiiicujjripijciiyi 


<5 


u 
n 


EVIC 


Me 


Ma 


Me 






j~ ir]uufxi]iTicuiyi|iiicnyi 


->o 


u 
n 






Ma 


Ma 

IVIC 


rY^MA 

^«4t^MC 


r'o 




D t 


n 


Ma 
Drie 


Ma 


Ma 

Me 


Ma 

MC 






^ 1 niiuOivj iicuiyipiienyi 


JO 


u 
n 


CI 


Ma 


Ma 


Ma 


XJ 
XI 




1 niiuiji uinCuiyipoBnyi 




MC 


n 


n 


vr 
fi 


u 
xl 


XI 




^ iFiuuMtvuiCiiiyipiienyi 






n 


u 
n 


u 
SI 


u 

Xl 


Ma 

MC 




ixuiwjB UAUcuiyjjjiicDy] 






IT 
n 


If 


u 

XI 


u 

XT 


f^riMA 

x^wMC 




T-Tl jnHJ<.JIJLllL-Mlnj1lLll-ll.»Hj| 

j"iriTintiiuiiicniyij«igiyi 




ivic 


n 


Me 


Me 


Me 


II 


PO 


j*'ixuiuuiwuiMiiyjpzicuyi 






u 
n 


Mc 


Ma 


Me 


Me 


CX) 


J- 1 1 u imi J wmaiiyipiicnyi 




Me 


H 


Mc 


Me 


Me 


CQMc 


CO 


X mj uoi oiiicui jijpRc 1 lyi 


65 


Me 


Me 


H 


|] 


II 


II 


CO 


^^TrTflnnrnrw^hvlnhAnvt 


66 


Me 


Me 




H 


II 


Me 


CO 


'^nflnnrnnv^hvlinliAnvl 




Me 


Me 


II 


|] 


II 


COMe 


CO 


^_Tl iflmifMfctl'U'ilfcljlBltlMBUll 

j~ inxjiKHuuMsuiyijpiiciiyi 


68 


Me 


Mc 


Me 


Me 


Me 


H 


CO 


j~ 4 nuiioiuiiicutyifiucijyi 


69 


Me 


Me 


Me 


Me 


Mc 




CS 


^VifhmffnfnAfh vt nh aai^ 

1 1 IIIIHPlTrilWflllJi|WISrIijl 


70 


Me 


Me 


Me 


Me 


Me 


H 


CH2 


nHn fl nnrnTTiA^h v1 An v1 


71 


Mc 


Mc 


Mc 


Me 


Me 


Mc 


CO 


^-HlVi fhmm TTif^h v1 nh An v1 


72 


Mc 


Me 


Me 


Mc 


Mc 


t-Bn 


CO 


3-TH£h)OTt>iiiethylpheiiyl 


73 


Me 


Me 


Me 


Me 


Me 


CHiFh 


CO 


3-Trifluomiiiettiylpheiiyl 


74 


Me 


Me 


Me 


Me 


Me 


COMe 


CO 


3-Trillitoromechylpheayl 


75 


Me 


Me 


Me 


Me 


Me 


COEt 


CO 


S-Triflnoromethylpheiiyl 


76 


Me 


Et 


Mc 


Me 


Me 


H 


CO 


3-TrifluoioiiiethylpheDyl 


77 


Et 


Me 


Me 


Me 


Me 


H 


CO 


3-TtifIuo(Oinetfaylphenyl 


78 


Et 


Me 


Me 


Me 


Me 


H 


CHa 


3-THfIuoroinedi^phefiyl 


79 


CHjPh 


Me 


Me 


Me 


Me 


H 


CO 


S-lHfhioroinetfaylpheiiy] 


80 


CHzPh 


Me 


Me 


Me 


Me 


H 


CH2 


S-lViihioroinetfaylphenyl 



4# m 2003-21 2872 (P2003-21 2872A) 



(9) 

15 16 



No. 


R" 






R* 


r' 


X 


Y 


At 


8i 


H 


Me 


Me 


Me 


Me 


H 


CO 


2-Cyanopbeflyl 


B2 


Me 


Me 


Me 


Me 


Me 


H 


cx> 


2-Cyauophe&yl 


83 


Me 


Me 


Me 


Me 


Me 


H 


CH2 


2^aiioidienyl 


84 


El 


Me 


Me 


Me 


Me 


H 


CO 


2rCyai]0fibenyl 


85 


H 


Me 


Me 


Me 


Me 


H 


CO 


3-Cyaiioplienyl 


86 


Me 


Me 


Me 


Me 


Me 


H 


CO 


3-CyaiLophenyl 


87 


Me 


Me 


Me 


Me 


Me 


H 


CH2 


3-Cyanophcnyl 


88 


Et 


Me 


Me 


Me 


Me 


H 


CO 


3-CyanDphcn>i 


89 


H 


Me 


Me 


Me 


Me 


H 


CO 


2-Carboxypheayi 


90 


Me 


Me 


Me 


Me 


Me 


H 


CO 


2<:aiboxyphe]iy( 


91 


Me 


Me 


Me 


Me 


Me 


H 


CAt 


2-Caiboxypheayl 


92 


Et 


Me 


Me 


Me 


Me 


H 


CO 


2-Caiboxypheayl 


93 


H 


Me 


Me 


Me 


Me 


H 


CO 


3-Gaxboxypheayl 


94 


Me 


Me 


Me 


Me 


Me 


H 


CO 


3-Caiboxypbeayl 


95 


Me 


Me 


Me 


Me 


Me 


H 


CH2 


3-CafboxypheQyl 


96 


Et 


Me 


Me 


Me 


Me 


H 


CO 


3-Caifooxypheiiyl 


97 


H 


Me 


Me 


Me 


Me 


H 


CO 


4-Carboxyphenyl 


98 


Me 


Me 


Me 


Me 


Me 


H 


CO 


4-Carboxyphenyl 


99 


Me 


Me 


Me 


Me 


Me 


H 


CH2 


4-Caxboxyphcnyl 


100 


Et 


Me 


Me 


Me 


Me 


H 


CO 


4-Caitx}xypheiiyl 


101 


H 


Me 


Me 


Me 


Me 


H 


CO 


2'-£thoxycaiboaylphe0yi 


102 


Me 


Me 


Me 


Me 


Me 


H 


CO 


2-Etfioxycarboii3^pheiiyl 


103 


Me 


Me 


Me 


Me 


Me 


H 


CH2 


2-Ethoxycarbonylpheiiyi 


104 


Et 


Me 


Me 


Me 


Me 


H 


CO 


2-EthoxycaibonylpheD^ 


105 


H 


Me 


Me 


Me 


Me 


H 


CO 


3-Ethoxycaibaaylpheii^ 


106 


Me 


Me 


Me 


Me 


Me 


H 


CO 


3-Ethoxycait>osylphen^ 


107 


Me 


Me 


Me 


Me 


Me 


H 


CHj 


3-Efhoxycaiboiiylphexi^ 


108 


Et 


Me 


Me 


Me 


Me 


H 


CO 


3 -Ethoxycaibonylphenyl 


109 


H 


Me 


Me 


Me 


Me 


H 


CO 


4>Ethoxycaibaiiylplieiiyl 


110 


Me 


Me 


Me 


Me 


Me 


H 


CO 


4-£thoxycaiboxiylphenyl 


111 


Me 


Me 


Me 


Me 


Me 


H 


CHa 


4-Ethoxycaiboziylphenyl 


112 


Et 


Me 


Me 


Me 


Me 


H 


CO 


4-Btfaoxycaifooiiylphenyl 


113 


H 


Me 


Me 


Me 


Me 


H 


CO 


2-Oii^aniaylphaiyl 


114 


Me 


Me 


Me 


Me 


Me 


H 


CO 


2-CarbaiDoylphenyl 


115 


Me 


Me 


Me 


Me 


Me 


H 


CHa 


2-Cart3amoylpbaiyl 


116 


Et 


Me 


Me 


Me 


Me 


H 


CO 


2-Cart)amoylphenyl 


117 


H 


Me 


Me 


Me 


Me 


H 


CO 


3-Cax1)amD^pheayl 


118 


Me 


Me 


Me 


Me 


Me 


H 


CO 


SOubaxnoylphenyl 


119 


Mb 


Me 


Me 


Me 


Me 


H 


CH, 


3-Caibamoylpheayl 


120 


Et 


Me 


Me 


Me 


Me 


H 


CO 


3-Cart>afno)ipheiiyi 



^§§2003-212872 (P2003-212872A) 



(10) 

17 18 



No. 


r' 






R* 


R^ 


X 


Y 


Af 


121 


H 


Me 


Me 


Me 


Me 


H 


CO 


4>Carbamo3dphenyl 


122 


Me 


Me 


Me 


Me 


Me 


H 


CO 


4-Carhamoyiphenyt 


123 


Me 


Me 


Me 


Me 


Me 


H 


CH2 


4-CiBibanipylplieDyl 


124 


Et 


Me 


Me 


Me 


Me 


H 


CO 


4-Carbainoy]phenyl 


125 


H 


Me 


Me 


Me 


Me 


H 


CO 


4-NJK'-DiaietfaylcarbaiiioyIphen)^ 


126 


Me 


Me 


Me 


Me 


Me 


H 


CO 


4-NJJ-Dimetliylcariiamnylpt|ffl3^ 


127 


Me 


Me 


Me 


Me 


Me 


H 


CHa 


4-N^-Diinfithylcarbainoylphciiyl 


128 


Et 


Me 


Me 


Me 


Me 


H 


CO 


4>N^-OiiiiethvlcaifoAii!iciviDhaiv1 


129 


H 


Me 


Me 


Me 


Me 


H 


CO 


2-Acetylphe&yI 


ISO 


Mb 


Me 


Me 


Me 


Me 


H 


CO 


2*AceCylphen^ 


131 


Me 


Me 


Me 


Me 


Me 


H 


CHa 


2-AcetyIphen^ 


132 


Et 


Me 


Me 


Me 


Me 


H 


CO 


2-AceQdphenyl 


133 


H 


Me 


Me 


Me 


Me 


H 


CO 


3-Ac^ylplieftyl 


134 


Me 


Me 


Me 


Me 


Me 


H 


CO 


^'^/yw^fy* 


135 


Me 


Me 


Me 


Me 


Me 


H 


CHi 


3- Acety^Iphenyl 


134$ 


Et 


Me 


Me 


Me 


Me 


H 


CO 


3-Aoe^pliciiyl 


137 


H 


Me 


Me 


Me 


Me 


H 


CO 


4-AoetylpliBiiyl 


138 


Me 


Me 


Me 


Me 


Me 


H 


CO 


4-Acetvlt)h^vl 


139 


Me 


Me 


Me 


Me 


Me 


H 


CHz 


4-Acetylplienyl 


140 


Et 


Me 


Me 


Me 


Me 


H 


CO 


4-AoetylpIira)4 


141 


H 


Me 


Me 


Me 


Me 


H 


CO 


3-Benzo^pheny] 


142 


Me 


Me 


Me 


Me 


Me 


H 


CO 


3-B eozoy^hBayl 


143 


Me 


Me 


Me 


Me 


Me 


H 


CHi 


3-B ftnroylphenyf 


144 


EC 


Me 


Me 


Me 


Me 


H 


CO 


3-Benzciylphenyl 


I4S 


H 


Me 


Me 


Me 


Me 


H 


CO 


2i-TVifliin*oBngtJhyIpheii^ 


146 


Me 


Me 


Me 


Me 


Me 


H 


CO 


2-'nifluQrof3aetli)4phenyi 


147 


Me 


Me 


Me 


Me 


Me 


H 


CHa 


2'Tri£liiaroiiieth)4phciiyI 


148 


Et 


Me 


Me 


Me 


Me 


H 


CO 


2^TYifliiQrcwTigQiy1pheayl 


149 


H 


Me 


Me 


Me 


Me 


H 


CO 


4-lHfliKiiniiictbylpheayl 


150 


Me 


Me 


Me 


Me 


Me 


H 


CO 


4-'IHfliiQiDiiietfay]phen3d 


151 


Me 


Me 


Me 


Me 


Me 


H 


CH, 


4-'nifluaRnnethylt^ciiyl 


152 


Et 


Me 


Me 


Me 


Me 


H 


CO 


4-Trifluoromctbylphenyi 


153 


H 


Me 


Me 


Me 


Me 


H 


CO 


4-Mctliancsulfbii>dphenyI 


154 


Me 


Me 


Me 


Me 


Me 


H 


CO 


4-Metfaanesulfoii3dpheiiyl 


155 


Me 


Me 


Me 


Me 


Me 


H 


CHj 


4-Mctfaaiicsuifbnylphenyl 


156 


Et 


Me 


Me 


Me 


Me 


H 


CO 


4-MetliaDesiiIfbiiylplienyl 


157 


H 


Me 


Me 


Me 


Me 


H 


CO 


3>Tetrazolylphcnyl 


158 


Me 


Me 


Me 


Me 


Me 


H 


CO 


3-Tetrazolylplienyl 


159 


Me 


Me 


Me 


Me 


Me 


H 


CHi 


3-Tetrazolylplienyl 


160 


Bt 


Me 


Me 


Me 


Me 


H 


CO 


3-TetrBZDlylphetl34 
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(11) 

19 20 



No. 


R» 






R^ 




X 


Y 


At 


161 


H 


H 


H 


H 


H 


H 


CO 


3-Pyridyl 


162 


H 


H 


H 


H 


H 


Me 


CO 


3'Pyridyl 


163 


H 


H 


H 


H 


H 


OOMe 


CO 


3-Pyridyl 


164 


H 


H 


Me 


Me 


Me 


H 


CO 


3-Pvridvi 


165 


H 


H 


Me 


Me 


Me 


Me 


CO 


3-Pyiidyl 


166 


H 


H 


Me 


Me 


Me 


COMe 


CO 


3-Pyridyl 


167 


H 


Me 


H 


H 


H 


H 


CO 


3-Pyridyl 


168 


H 


Me 


H 


H 


H 


Me 


CO 


5-Pyridyl 


169 


H 


Me 


H 


H 


H 


COMc 


CO 


S'Pyridy] 


170 


H 


Me 


Me 


Me 


Me 


H 


CO 


3--Pyiidyl 


171 


H 


Me 


Me 


Me 


Me 


H 


CS 


3-Pvridv] 


172 


H 


Me 


Me 


Me 


Me 


H 


CH2 


3-Pyrid)d 


173 


H 


Me 


Me 


Me 


Me 


Me 


CO 


3-Fyridyl 


174 


H 


Me 


Me 


Me 


Me 


t*Bu 


CO 


3-Pyridy] 


175 


H 


Me 


Me 


Me 


Me 


CTbPh 


CO 


3*Fyridy] 


176 


H 


Me 


Me 


Me 


Me 


COMe 


CO 


3*Pyridy] 


177 


H 


Me 


Me 


Me 


Me 


OOOMe 


CO 


3-Fyrid|y] 


178 


H 


Et 


Me 


Me 


Me 


{{ 


CO 


'Z.Pvruivl 

j-rynqyi 


179 


Me 


H 


H 


H 




n 


CO 


j-ryiioyi 


180 


Me 


H 


II 


H 


H 


Me 


CO 




181 


Me 


H 


H 


H 


|{ 


COMc 


CO 


3-PVridvl 


182 


Me 


H 


Me 


Me 




H 


CO 


3-Pyiid^ 


183 


Me 


H 


Me 


Me 


Me 


Me 


CO 


3--pyfidyl 


184 


Me 


H 


Me 


Me 


Me 


COMe 


CO 


3-Pyridyl 


185 


Me 


Me 


H 


H 


H 


H 


CO 


3-Pyridyl 


186 


Me 


Me 


H 


H 


H 


Me 


CO 


3-Pvridvl 


187 


Me 


Me 


H 


H 


H 


COMe 


CO 


3-Pvridvl 


188 


Mc 


Me 


Me 


Me 


Me 


H 


CO 


3-Pvridvi 


189 


Me 


Me 


Mc 


Me 


Mc 


H 


CS 


3-Pvridvi 


190 


Mc 


Me 


Me 


Me 


Me 


H 


CH-> 


3-Pyridyl 


191 


Me 


Me 


Me 


Me 


Mc 


Me 


CO 


3-Pyridyl 


192 


Me 


Me 


Me 


Me 


Me 


t-Bu 


CO 


3-Pyridyl 


193 


Me 


Me 


Me 


Me 


Me 


CH2Ph 


CO 


3-Pyridyl 


194 


Me 


Me 


Me 


Me 


Me 


COMe 


CO 


3-Pyrid^ 


195 


Mc 


Me 


Me 


Me 


Me 


COEt 


CO 


3-Pyridyi 


196 


Me 


Et 


Me 


Me 


Me 


H 


CO 


3-Pyridyl 


197 


Et 


Me 


Me 


Me 


Me 


H 


CO 


3-Pyridyl 


198 


Et 


Me 


Me 


Me 


Me 


H 


CH2 


3-Pyrid3d 


199 


CH2Ph 


Me 


Me 


Me 


Me 


H 


CO 


3-PyridyI 


200 


CHzPh 


Me 


Me 


Me 


Me 


H 


CH2 


3-Pyridyl 



n §a 2003-21 2872 (P2003-21 2872A) 



(12) 

21 22 



No. 


R' 








R^ 


X 


y 


At 


201 


H 


H 


H 


H 


H 


H 


CO 


2»6~DaDetho?ry-3-pyiidyl 


202 


H 


H 


H 


H 


H 


Me 


CO 


2,6-Dtiiiethoxy-3-p>Tidyl 


203 


H 


H 


H 


H 


H 


COMe 


CO 


2,6-DiiDetfioxy*3'-pyrid|yl 


204 


H 


H 


Me 


Me 


Me 


H 


CO 


2»6*Diinetliox^3-pyTid^ 


205 


H 


H 


Me 


Me 


Me 


Me 


CO 


2»6-Dunetbox^3-pyridyl 


206 


H 


H 


Me 


Me 


Me 


COMe 


CO 


2y6'DinietlKncy^3-]^vidy] 


207 


H 


Me 


H 


H 


H 


H 


CO 


2»6-Dixziellioxy-3-pyridy] 


208 


H 


Me 


H 


H 


H 


Me 


CO 


2y^Diiiiettioxy'3~pyridy] 


209 


H 


Me 


H 


H 


H 


COMe 


CO 




210 


H 


Me 


Me 


Me 


Me 


H 


CO 


2^6-Oiiiiethoxy-3-pyndyl 


211 


H 


Me 


Me 


Me 


Me 


H 


cs 


2»6-Diiiietiioxy-3-pyridyl 


212 


H 


Me 


Me 


Me 


Me 


H 


CHi 


2,6*-0unethoxy-3-pyridyl 


213 


H 


Me 


Me 


Me 


Me 


Me 


CO 


2y6-t)iineth03Ey-3~p>Tidyl 


214 


H 


Me 


Me 


Me 


Me 


t-Bu 


CO 


2.6-DiitiethoT V- 3 -Dvnd v] 


215 


H 


Me 


Me 


Me 


Me 


CHaPh 


CO 


2^6-DinictliQxy- 3-pyridyl 


216 


H 


Me 


Me 


Me 


Me 


COMe 


CO 


7 ft-T^fnw.tt>o% v-'-l-nvrirlvl 


217 


H 


Me 


Me 


Me 


Me 


OCOMe 


CO 




218 


H 


Et 


Me 


Me 


Me 




CO 




219 


Me 


H 




H 


H 


H 


CO 




220 


Me 


H 


H 


H 


H 


Me 


CO 


2j 6'D]meifaox^''3 'pyridyl 


221 


Me 


H 


H 


H 


H 


COMe 


CO 




222 


Me 


H 


Me 


Mc 


Me 


H 


CO 




223 


Me 


H 


Me 


Me 


Me 


Mc 


CO 




224 


Me 


H 


Mc 


Me 


Mc 


COMe 


CO 


2 ^6- Dime ihox y- 3-pyridyl 


225 


Me 


Mc 


H 


H 


H 


H 


CO 


2,6-Diiiied>oxy-3-pyridyl 


226 


Me 


Me 


H 


H 


H 


Me 


CO 


2t6-DinieUiDxy'3-pyrid^l 


227 


Me 


Mc 


H 


H 


H 


COMe 


CO 


S^frtDnnethaxv-^Tivridvl 


228 


Me 


Me 


Mc 


Me 


Me 


H 


CO 


7 IwTMmgfhnT v-3-i>vric}vt 


229 


Me 


Me 


Me 


Mc 


Me 


H 


CS 


2,6-IMiiieiboxy-3-pyiid)d 


230 


Me 


Me 


Me 


Me 


Me 


H 


CHa 


2, 6-^^1126 thoxy^3-pyridyl 


231 


Me 


Mc 


Mc 


Me 


Me 


Mc 


CO 


2^6-Diiiiethoxy-3-pyridyl 


232 


Me 


Me 


Me 


Mc 


Me 


t-Bu 


CO 


2,6-Difnedioxy-3^yridyl 


233 


Me 


Me 


Me 


Me 


Me 


CHsPh 


CO 


2,6-Diinethoxy-3-pyridyl 


234 


Me 


Me 


Me 


Me 


Me 


COMe 


CO 


2,6-Diiiietlioxy-3i^yridyl 


235 


Me 


Me 


Me 


Me 


Me 


cost 


CO 


2,6-Diniedioxy-3-pyiidyl 


236 


Me 


Et 


Me 


Me 


Me 


H 


CO 


2,6-Diinethoxy-3-pyridyl 


237 


Et 


Me 


Me 


Me 


Me 


H 


CO 


2,6-Diined)oxy>3-pyridyl 


238 


Et 


Me 


Me 


Me 


Me 


H 


CHa 


2»6-Diiiietlioxy-3-pyiidyi 


239 


CHzPh 


Me 


Me 


Me 


Me 


H 


CO 


2»6-Diiiietlioxy-3^yrid^ 


240 


CHzPh 


Me 


Me 


Me 


Me 


H 


CH2 


2,6-DiiBedK>x3F-3-pyridy] 
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R' 






R* 


R^ 


X 


Y 


At 


241 


H 


Me 


Me 


Me 


Me 


H 


CO 


2-Pyridyl 


242 


Me 


Me 


Me 


Me 


Me 


H 


CO 


2-Pyridyl 


243 


Me 


Me 


Me 


Me 


Me 


H 


CH2 


2-Pyridyl 


244 


Et 


Me 


Me 


Me 


Me 


H 


CO 


2-Pyridyl 


245 


H 


Me 


Me 


Me 


Me 


H 


CO 


4-.pyridyl 


246 


Me 


Me 


Me 


Me 


Me 


H 


CO 


4-PyridyI 


247 


Me 


Me 


Me 


Me 


Me 


H 


CHa 


4-Pyridyi 


248 


Et 


Me 


Me 


Me 


Me 


H 


CO 


4-Pyridyl 


249 


H 


Me 


Me 


Me 


Me 


H 


CO 


2<^hloro-3-pyridyl 


250 


Me 


Me 


Me 


Me 


Me 


H 


CO 


2^Chloco-3-pyiidyl 


251 


Me 


Me 


Me 


Me 


Me 


H 


CH2 


2rChloro-3-pyridyl 


252 


Et 


Me 


Me 


Me 


Me 


H 


CO 


2^ChiorD-3-pyridy! 


253 


H 


Me 


Me 


Me 


Me 


H 


CO 


6-Chloto-3-pyridyl 


254 


Me 


Me 


Me 


Me 


Me 


H 


CO 


6-Chlon>-3-pyiidyl 


255 


Me 


Me 


Me 


Me 


Me 


H 


CH2 J 


6-Chlon>-3-pyridyl 


256 


Bt 


Me 


Me 


Me 


Me 


H 


00 


6-Chlonj-3-pytld^ 


257 


H 


Me 


Me 


Me 


Me 


H 


CO 


2-Metltoxy-3-i)yTidyl 


258 


Me 


Me 


Me 


Me 


Me 


H 


00 


2-MetbQxy-3'pyridyl 


259 


Me 


Me 


Me 


Me 


Me 


H 


CH2 


2-MedKNiy-3^yrid3il 


260 


Et 


Me 


Me 


Me 


Me 


H 


CO 


2-Metboxy'3-pyiid)l 


261 


H 


Me 


Me 


Me 


Me 


H 


CO 


6-Metfaox3F-3-pyridyl 


262 


Me 


Me 


Me 


Me 


Me 


H 


CO 


6-Mediox3F-3-pyn.dyl 


263 


Me 


Me 


Me 


Me 


Me 


H 


CHz 


6-Mediox^3-pyridyl 


264 


Et 


Me 


Me 


Me 


Me 


H 


CO 


6-Melfaoxy-3^yTid^ 


265 


H 


Me 


Me 


Me 


Me 


H 


CO 


2»6'I>ichlGn>-3'Pyridyl 


266 


Me 


Me 


Me 


Me 


Me 


H 


CO 


2s6-l>ichloio-3^(>yridyl 


267 


Me 


Me 


Me 


Me 


Me 


H 


CHi 


2.6-]>iGhIon>-3-pyrid^ 


268 


Et 


Me 


Me 


Me 


Me 


H 


CO 


2,6-Dichloro-3-pyiidyl 


269 


H 


Me 


Me 


Me 


Me 


H 


CO 


5-PydmidiiM 


270 


Me 


Me 


Me 


Me 


Me 


H 


CO 


5-Fyriniidin^ 


271 


Me 


Me 


Me 


Me 


Me 


H 


CH2 


5-F)rimidi]iyl 


272 


Et 


Me 


Me 


Me 


Me 


H 


CO 


5-Pyriinidinyl 


273 


H 


Me 


Me 


Me 


Me 


H 


CO 


2rPyridoB-5-yl 


274 


Me 


Me 


Me 


Mc 


Me 


H 


CO 


2-Pyridoii-5-yl 


275 


Mc 


Mc 


Mc 


Mc 


Mc 


H 


CH2 


2-PyridoQ-5-yi 


276 


Et 


Me 


Me 


Me 


Me 


H 


CO 


2-Pyridon-5-yl 


277 


H 


Me 


Me 


Me 


Me 


H 


CO 


N-Meth34-2-pyridoii-5-yl 


278 


Me 


Me 


Me 


Me 


Me 


H 


CO 


N-Meth3d-2-fiyiido]ir5-yX 


279 


Me 


Me 


Me 


Me 


Me 


H 


CH2 


N-Mcthyl-2-pyridcMi-5-yl 


280 


Et 


Me 


Me 


Me 


Me 


H 


CO 


N-Methyl-2-pyxidaii--5-yl 
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R* 






R* 


R' 


X 


Y 


At 


281 


H 


H 


H 


H 


H 


H 


CO 


l-Naphtfayl 


282 


H 


H 


H 


H 


H 


Me 


CO 


I'Napbtfayl 


283 


H 


H 


H 


H 


H 


COMe 


CO 


1-Naphth)4 


284 


H 


H 


Me 


Me 


Me 


H 


CO 


l-Naphtfayl 


285 


H 


H 


Me 


Me 


Me 


Me 


CO 


l-Naphthyl 


286 


H 


H 


Me 


Me 


Me 


COMe 


CO 


1-Nevfalhyl 


287 


H 


Mc 


H 


H 


H 


H 


CO 


l-Naphthyl 


288 


H 


Me 


H 


H 


H 


Me 


CO 


l-Naphthyl 


289 


H 


Me 


H 


H 


H 


COMe 


CO 


l-Naphthyl 


290 


H 


Me 


Me 


Me 


Me 


H 


CO 


t'Naphthyl 


291 


H 


Me 


Me 


Me 


Me 


H 


cs 


t-Naphthyl 


292 


H 


Me 


Me 


Me 


Me 


H 


CH2 


t-Naphth^ 


293 


H 


Me 


Me 


Me 


Me 


Me 


CO 


l-Naphthyl 


294 


H 


Me 


Me 


Me 


Me 


t-Ba 


CO 


l-Naphthyl 


295 


H 


Me 


Me 


Me 


Me 


CHjPh 


CO 


l-Naphthyl 


296 


H 


Me 


Me 


Me 


Me 


COMe 


CO 


l-Naphthyl 


297 


H 


Me 


Me 


Me 


Me 


OOOMe 


CO 


l-Naphthyl 


298 


H 


Ct 


Me 


Me 


Me 


H 


CO 


l-Naphthyl 


299 


Me 


H 


H 


H 


H 


H 


CO 


l-Naphthyl 


300 


Me 


H 


H 


H 


H 


Me 


CO 


l-Naphtfa)« 


301 


Me 


H 


H 


H 


H 


COMe 


CO 


]-Nq)hth>4 


302 


Me 


H 


Me 


Me 


Me 


H 


CO 


l-Naphthyl 


303 


Me 


H 


Me 


Me 


Me 


Me 


CO 


1-Naphthyi 


304 


Me 


H 


Me 


Me 


Me 


COMe 


CO 


l-Naphthyl 


305 


Me 


Me 


H 


H 


H 


H 


CO 


l-Naphthyl 


306 


Me 


Me 


H 


H 


H 


Me 


CO 


l-Naphthyl 


307 


Me 


Me 


H 


H 


H 


COMe 


CO 


l-Naphthyl 


308 


Me 


Me 


Me 


Me 


Me 


H 


CO 


1-Naphtbyl 


309 


Me 


Me 


Me 


Me 


Me 


H 


cs 


l-Naphthyl 


310 


Me 


Me 


Me 


Me 


Me 


H 


CHa 


1-Napfatfayl 


311 


Me 


Me 


Me 


Me 


Me 


Me 


CO 


l-Naphthyl 


312 


Me 


Me 


Me 


Me 


Me 


t-Bn 


CO 


1-Napfcthyl 


313 


Me 


Me 


Me 


Me 


Me 


CHiPh 


CO 


l-Naphthyl 


314 


Me 


Me 


Me 


Me 


Me 


COMe 


CO 


l-Naphthyl 


315 


Me 


Me 


Mc 


Me 


Mc 


COEX 


CO 


1-Naphth)d 


316 


Me 


Et 


Me 


Me 


Mc 


M 


CO 


l-Naphthyl 


317 


Et 


Me 


Mc 


Me 


Me 


H 


CO 


1-Naphih^ 


318 


Et 


Me 


Me 


Me 


Me 


H 


CH2 


1-Naphlhyl 


319 


CH2PI1 


Me 


Me 


Me 


Me 


H 


CO 


1-NapfatM 


320 


CK2Ph 


Me 


Me 


Me 


Me 


H 


CH2 


l-Nophthyl 
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R^ 


R* 


R^ 


X 


Y 


Ar 


321 


H 


H 


H 


H 


H 


H 


CO 


3,4-Methyienedioxypheiiyl 


322 


H 


H 


H 


H 


H 


Me 


CO 


3»4-MethyIenedioxyphenyl 


323 


H 


H 


H 


H 


H 


COMe 


CO 


3»4-Mell]\4eiiedioxyphenyl 


324 


H 


H 


Me 


Me 


Me 


H 


CO 


3,4-MethyleDedicxypheiiyi 


325 


H 


H 


Me 


Me 


Me 


Me 


CO 


3,4-Meihylenedioxypheii)i 


326 


H 


H 


Me 


Me 


Me 


OOMe 


CO 


3y4*MethyleDedioxypben^ 


327 


H 


Me 


H 


H 


H 


H 


CO 


3,4-Methylenedioxyphen^ 


328 


H 


Me 


H 


H 


H 


Me 


CO 


3,4-Methyleiiedioxyphen^ 


329 


H 


Me 


H 


H 


H 


COMe 


CO 


3,4>MethyleiiediGxyphenyl 


330 


H 


Me 


Me 


Me 


Me 


H 


CO 


3,4>Methyleiiedioxyplien^ 


331 


H 


Me 


Me 


Me 


Me 


H 


CS 


3»4*Methyle]iediaxyplKnyl 


332 


H 


Me 


Me 


Me 


Me 


H 


CHj 


3,4-MethylenediDxyphenyl 


333 


H 


Me 


Me 


Me 


Me 


Me 


CO 


3^4-Metfayteiiedioxypheny! 


334 


H 


Me 


Me 


Me 


Me 


t-Bu 


CO 


3,4'Methylciiedioxypheiiyl 


335 


H 


Me 


Me 


Me 


Me 


CH2Ph 


CO 


3y4-Mcthyienedioxypihenyl 


336 


H 


Me 


Me 


Me 


Me 


COMe 


CO 


Sy^-Mefhylcnedioxypheiiyl 


337 


H 


Me 


Me 


Me 


Me 


OCOMe 


CO 


3,4''Meth^encdiQxyf4ienyl 


338 


H 


Et 


Me 


Me 


Me 


H 


CO 


3y4-M ethylenedicixyplienyl 


339 


Me 


H 


H 


H 


H 


H 


CO 


3^4-Metbyleiiedioxyplieiiyl 


340 


Me 


H 


H 


H 


H 


Me 


CO 


3,4-Methy]enedH>xyphen3d 


341 


Me 


H 


H 


H 


H 


COMe 


CO 


3,4-Meth3ieiiedjoxypheiiyl 


342 


Me 


H 


Me 


Me 


Me 


H 


CO 


3,4-Methyieiieclioxyphenyl 


343 


Me 


H 


Me 


Me 


Me 


Me 


CO 


3,4-MetiiyIeiiedioxyphcnyl 


344 


Me 


H 


Mc 


Me 


Me 


COMe 


CO 


3y4'Methylenedk>xyplienyl 


345 


Me 


Me 


H 


H 


H 


H 


CO 


3,4-M ethylenediOKyphenyl 


346 


Me 


Me 


H 


H 


H 


Me 


CO 


3»4-MelhylcoedioxyphBDyl 


347 


Me 


Me 


H 


H 


H 


COMe 


CO 


3,4-Melfayleiiedtoxypheii>4 


348 


Me 


Me 


Me 


Me 


Me 


H 


CO 


3,4-MediyleDedioxyphenyl 


349 


Me 


Me 


Me 


Me 


Me 


H 


CS 


3,4-Methylenedioxypheny] 


350 


Me 


Me 


Me 


Me 


Me 


H 


CHj. 


3,4-MetIiyleiiBdicniypheiiyl 


351 


Me 


Me 


Me 


Me 


Me 


Me 


CO 


3,4--Methylenedioxypheiiyl 


352 


Me 


Me 


Me 


Me 


Me 


t-Bu 


CO 


3,4*Methylenedioxyphenyl 


353 


Me 


Me 


Me 


Me 


Me 


CHsPh 


CO 


3,4>Methyle&edioxyphenyi 


354 


Me 


Me 


Me 


Me 


Me 


COMe 


CO 


3,4-Melhyienedioxyphenyl 


355 


Mc 


Me 


Me 


Mc 


Me 


COEt 


CO 


3.4>Mcthylenedioxyphenyl 


356 


Me 


Et 


Me 


Me 


Me 


H 


CO 


3,4-MethyJeiiedioxypfaeayl 


357 


Et 


Me 


Me 


Me 


Me 


H 


CO 


3,4>Metfay]enedioxypheayl 


358 


Et 


Me 


Me 


Me 


Me 


H 


CH2 


3,4-Methylen6dioxypheQyl 


359 


CHzPh 


Me 


Me 


Me 


Me 


H 


CO 


3,4-MethyIeiiodioxyphenyl 


360 


CHzPh 


Me 


Me 


Me 


Me 


H 


CH2 


3,4-Methylenedioxyphenyl 
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R> 




R' 




R* 


X 


Y 


At 


361 


H 


Me 


Me 


Me 


Me 


H 


CO 


2-N^hthyl 


362 


Me 


Me 


Me 


Me 


Me 


H 


CO 


2-Naphth3d 


363 


Me 


Me 


Me 


Me 


Me 


H 


CH2 


2-Naphth34 


364 


Bt 


Me 


Me 


Me 


Me 


H 


CO 


2-NaphOiyl 


365 


H 


Me 


Mb 


Me 


Me 


H 


CO 


2,3-Methylenedioxypheii3i 


366 


Me 


Me 


Me 


Me 


Me 


H 


CO 


2,3-Methyl^edioxypheDyl 


367 


Me 


Me 


Me 


Me 


Me 


H 


CH2 


2,3-MethyleDedioxyphenyl 


368 


£t 


Me 


Me 


Me 


Me 


H 


CO 


2^-Medi3dje]iedioxypbeiiyI 


369 


H 


Me 


Me 


Me 


Me 


H 


CO 


5,6,7,8-TetrahydiD- 1 -naphthyl 


370 


Me 


Me 


Me 


Me 


Me 


H 


CO 


5,6,7.8-'Ibti:ahydro-l-iiapliliiyl 


371 


Me 


Me 


Mb 


Me 


Me 


H 


CH2 


S.6,7,8-Tetnhydr(>-l"iiaphthyl 


372 


Et 


Me 


Me 


Me 


Me 


H 


CO 




373 


H 


Me 


Me 


Me 


Me 


H 


CO 


4-IiidaiLyl 


374 


Me 


Me 


Me 


Me 


Me 


H 


CO 


4<Iiidaiiyl 


375 


Me 


Me 


Me 


Me 


Me 


H 


CHa 


4-Indianyl 


376 


Et 


Mc 


Me 


Mc 


Me 


H 


CO 


4-Indanyl 


377 


H 


Me 


Me 


Me 


Me 


H 


CO 


5-IndaDyl 


378 


Me 


Me 


Me 


Me 


Me 


H 


CO 


5-Indanyl 


379 


Me 


Me 


Me 


Me 


Me 


H 


CHz 


3-Indanyl 


380 


Et 


Me 


Me 


Me 


Me 


H 


CO 


5-lndaiiyl 


381 


H 


Me 


Me 


Me 


Me 


H 


CO 


4-Fluoro-l-iiapbth^ 


382 


Me 


Me 


Me 


Me 


Me 


H 


CO 


4-FliiocD-l-iiaphthyl 


383 


Me 


Me 


Me 


Me 


Me 


H 


Cii2 


4-FliiorD-l-iiaphth)d 


384 


Et 


Me 


Me 


Me 


Me 


H 


CO 


4-Pluoru-l-iiaphthyl 


385 


H 


Me 


Me 


Me 


Me 


H 


CO 


6-Beiizodiiazolyl 


386 


Me 


Me 


Me 


Me 


Me 


H 


CO 


6-Benzatfaiazolyl 


387 


Me 


Me 


Me 


Me 


Me 


H 


CK2 


6-Beiizofliiazolyl 


388 


Et 


Me 


Me 


Me 


Me 


H 


CO 


6-Bciizot!dazol3^ 


389 


H 


Me 


Me 


Me 


Me 


H 


CO 


l-Oxo>2-oxaindan-5-yl 


390 


Me 


Me 


Me 


Me 


Me 


H 


CO 


1 -Q3io-2-oxaiix]a]i-5-yl 


391 


Me 


Me 


Me 


Me 


Me 


H 


CH2 


l-Oxo-2-oxBiiKlan-5-yl 


392 


Et 


Me 


Me 


Me 


Me 


H 


CO 


l-Oxo-2-oxaifidaa-5-yi 


393 


H 


Me 


Me 


Me 


Me 


H 


CO 


3,4-Eth54ejicdioxyphcnyl 


394 


Me 


Me 


Me 


Me 


Me 


H 


CO 


3,4-Etliyleaedioxyplienyl 


395 


Me 


Me 


Me 


Me 


Me 


H 


CHz 


3,4-E(lr^enediaxypheiiyl 


396 


Et 


Me 


Me 


Me 


Me 


H 


CO 


3,4-Efliylenedioxyphen)d 


397 


H 


Me 


Mc 


Me 


Me 


H 


CO 


23-Dihydrobcnzofiiian-5-yl 


398 


Me 


Me 


Mc 


Me 


Me 


H 


CO 


2,3-£>ihydiobeiizofiiraii-5-^ 


399 


Me 


Me 


Mc 


Me 


Me 


H 


CHj 


2,3'-Dihydrobenzofuran'-5->4 


400 


Et 


Me 


Me 


Me 


Me 


H 


CO 


23-]^iliydrobenzofiaran-5-yI 
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r2 






R^ 


X 


Y 


Ar 


401 


H 


H 


H 


H 


H 


H 


CO 


S-Bcnzyloxypbeuyl 


402 


H 


H 


H 


H 


H 


Me 


CO 


3-BeiizyloxypheDyl 


403 


H 


H 


H 


H 


H 


COMe 


CO 


3-Benzy1oxynbeDyt 


404 


H 


H 


Me 


Me 


Me 


H 


CO 


3>Beiizylox\pheDyl 


405 


H 


H 


Me 


Me 


Me 


Me 


CO 


3-Beiizytoxypheiiyl 


406 


H 


H 


Me 


Me 


Me 


COMe 


CO 


3-BeDzyloxyphen^ 


407 


H 


Me 


H 


H 


H 


H 


CO 


3-Beflzyloxyphenvi 


408 


H 


Me 


H 


H 


H 


Me 


CO 


3-Beiizyloxyphenyi 


409 


H 


Me 


H 


H 


H 


COMe 


CO 


3'Beiizyloxyphenyl 


410 


H 


Me 


Me 


Me 


Me 


H 


CO 


3-Beiizyloxyphen^ 


411 


H 


Me 


Me 


Me 


Me 


H 


CS 


3-Bttizyloxyphenyl 


412 


H 


Me 


Me 


Me 


Me 


H 


CH2 


3-BeiizyloxyplieiKyl 


413 


H 


Me 


Me 


Me 


Me 


Mc 


CO 


3-Benzyloxyphenyl 


414 


H 


Me 


Me 


Me 


Me 


t-Bu 


CO 


3-BeiizyIoxyphenyl 


415 


H 


Me 


Me 


Me 


Me 




CO 


3- B enzyloxyphcnyl 


416 


H 


Me 


Me 


Me 


Me 


COMe 


CO 


3-Benzyloxyphcnyl 


417 


H 


Me 


Me 


Me 


Me 


CX:OMe 


CO 


3--Beiizyloxyphenyl 


418 


H 


£t 


Me 


Me 


Me 


H 


CO 


3-Be3izyloxyphenyl 


419 


Me 


H 


H 


H 


H 


H 


CO 


3-Beiizyloxy|ihenyl 


420 


Me 


H 


H 


H 


H 


Me 


CO 


3-Bciizyloxypbeny] 


421 


Me 


H 


H 


H 


H 


COMe 


CO 


3-Beiizyloxyphcii3d 


422 


Me 


H 


Me 


Me 


Me 


H 


CO 


3-Beiizyloxypbeii;^ 


423 


Me 


H 


Me 


Me 


Me 


Me 


CO 


3-Befizyloxyplicnyl 


424 


Me 


H 


Mc 


Mc 


Me 


COMe 


CO 


3-Bcnzyloxyphcnyl 

. ■ J. ix. / 


425 


Me 


Me 


H 


H 


H 


H 


CO 


3-Beazyloxyphenyl 


426 


Me 


Me 


H 


H 


H 


Mc 


CO 


3-Bcnzyloxyphcnyl 


427 


Me 


Me 


H 


H 


H 


COMe 


CO 


3-BeiizyloxyphcDyl 


428 


Me 


Me 


Me 


Me 


Me 


H 


CO 


3-Benzyloxyphenyl 


429 


Me 


Mc 


Me 


Me 


Me 


H 


CS 


3-Bexizyloxyphenyl 


430 


Me 


Me 


Mc 


Me 


Me 


H 


CH2 


3-Beii2yloxypheiiyl 


431 


Me 


Me 


Me 


Me 


Me 


Me 


CO 


3-Benz3loxyphefiyl 


432 


Me 


Me 


Me 


Me 


Me 


t-Bu 


CO 


3-Benzyloxypheoyl 


433 


Mc 


Me 


Me 


Me 


Me 


CHaFh 


CO 


3-Benzylaxyphenyl 


434 


Me 


Me 


Me 


Mc 


Me 


COMe 


CO 


3-Benzyloxyphen^ 


435 


Me 


Me 


Me 


Me 


Me 


COEC 


CO 


3-Beiizyloxyphenyl 


436 


Me 


Et 


Me 


Me 


Me 


H 


CO 


3-Beiizyloxyphenyl 


437 


Et 


Me 


Me 


Me 


Me 


H 


CO 


3-Benzyloxypbeayl 


438 


£t 


Me 


Me 


Me 


Me 


H 


CH2 


3-Benzyloxypbeiiyl 


439 


CHjPh 


Me 


Me 


Me 


Me 


H 


CO 


3«Befizyloxyphcnyl 


440 


CHiPh 


Me 


Me 


Me 


Me 


H 




3>Benzyloxyphenyl 
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No. 


R' 






R* 


R^ 


X 


Y 


At 


441 


H 


H 


H 


H 


H 


H 


CO 


3-t-Batojiycaiboiiylaiixinapbenyl 


442 


H 


H 


H 


H 


H 


Me 


CO 


3-t*Biitoxycai1>0Dylaminophenyl 


443 


H 


H 


H 


H 


H 


COMe 


CO 


S-t-Butoxycaibonylaxninopbenyl 


444 


H 


H 


Me 


Me 


Me 


H 


CO 


3-t-Butoxycaiboiiylaminopbenyl 


445 


H 


H 


Me 


Me 


Me 


Me 


CO 


3-t-Butoxycaibaiiylaminophenyl 


446 


H 


H 


Me 


Me 


Me 


COMe 


CO 


3-t-Butaxycart)Qi)ylaniinophen^ 


447 


H 


Me 


H 


H 


H 


H 


CO 


3-t-ButoxycatboDylamiiiopheayl 


448 


H 


Me 


U 


H 


H 


Me 


CO 


3^-Butoxycaibofiylaininopbenyl 


449 


H 


Me 


H 


H 


H 


COMe 


CO 


3-t-Butoxycaibonylaniinophenyt 


450 


H 


Me 


Me 


Me 


Me 


H 


CO 


3-4-Butoxycaibonylainmopbenyl 


451 


H 


Me 


Me 


Me 


Me 


H 


cs 


S-t-Butoxycafbonytaniinopihenyl 


452 


H 


Me 


Me 


Me 


Me 


H 


CHa 


3-t-ButCKxycaiban^aminoplienyl 


453 


H 


Me 


Me 


Me 


Me 


Me 


CO 


3-t-Butoxycaxbon^amuiophenyl 


454 


H 


Me 


Me 


Me 


Me 


t-Bu 


CO 


3-t-BntnT3ncflitwTny1aminnphftnyl 


455 


H 


Me 


Me 


Me 


Me 


CHiPh 


CO 


S-C-BolDxycaiboiijiaminophenyl 


456 


H 


Me 


Mc 


Me 


Me 


COMe 


CO 


3-t- BiitDxyc8ifionylaniiiio|dicnyl 


457 


H 


Me 


Me 


Me 


Me 


OCX)Me 


CO 


3-t-ButOiXycariV>"y^ft«winf>pliffnyl 


458 


H 


Et 


Me 


Me 


Me 


H 


CO 


S'ft-'B utoxycATbonylaiiiiiiopbeiiyl 


459 


Me 


H 


H 


H 


H 


H 


CO 


3-C-Bittoxycaibcniylaiiihi(ipli6nyl 


460 


Me 


H 


H 


H 


H 


Me 


CO 


3't'*BiitDX)Tait)ooyl3iiuiui{4ienyl 


461 


Me 


H 


K 


H 


H 


COMe 


CO 


3-t-Biitoxycait)ooylai]ij]3oj4ie]iyl 


462 


Me 


H 


Me 


Me 


Me 


H 


CO 


3-t-ButfxxycazboiiylaiiuiiOfrfieii3^ 


463 


Me 


H 


Me 


Me 


Mc 


Me 


CO 


B't-Butoxycarbonylaminophen^ 


464 


Me 


H 


Me 


Me 


Me 


COMe 


CO 


3-t-BiitcixycaitionylaininophcDyl 


465 


Me 


Me 


H 


H 


H 


H 


CO 


3-t-ButoxycaitMMiylaiiilnc^>henyl 


466 


Me 


Me 


H 


H 


H 


Me 


CO 


3-t-Butoxycaibonylaixiiiif^)henyl 


467 


Me 


Me 


M 


H 


H 


COMe 


CO 


S^-Butoxycaibonylamiiiophenyl 


468 


Me 


Me 


Me 


Me 


Me 


H 


CO 


3"t-Butoxycaifaonyl3iiiinopheDyl 


469 


Me 


Me 


Me 


Me 


Mc 


H 


CS 


3-t*Bt]toxycait)onylaniiiiophcnyl 


470 


Me 


Me 


Me 


Me 


Me 


H 


CHj 


3-t>Btttoxyc8ibQnyIaininoplieDyl 


471 


Me 


Me 


Me 


Me 


Me 


Me 


CO 


3-t-ButoxycaitJon>1aiiiinopbenyl 


472 


Me 


Me 


Mc 


Me 


Me 


t-Bn 


CO 


3-t-Butoxycaibcmylaminopbenyl 


473 


Me 


Me 


Me 


Me 


Me 


CH2Fb 


CO 


3-t-Butoxycaibonylaxninophenyl 


474 


Me 


Me 


Me 


Me 


Me 


COMe 


CO 


3-t-BiitoxycBcbQnylaiiunophenyl 


475 


Me 


Me 


Me 


Me 


Me 


COEt 


CO 


a-t-Butoxycafbonylaminopheayl 


476 


Me 


Et 


Mc 


Me 


Me 


H 


CO 


3-t-Biitoxycart>onylafninophenyl 


477 


Et 


Me 


Me 


Me 


Me 


H 


CO 


S-t-Butoxycaibonylamioophenyl 


478 


Et 


Me 


Me 


Me 


Me 


H 


CHi 


3-t-Biitoxycari>OQy]aiiiioophenyl 


479 


CHzPh 


Me 


Me 


Me 


Me 


H 


CO 


3-t-BiitoxycafboQylainioophenyl 


480 


CHzPh 


Me 


Me 


Me 


Me 


H 


CHa 


B-t-ButoxycBibonylanuDOphenyl 
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No. 


R' 




r3 




R' 


X 


Y 


At 


481 


H 


Me 


Me 


Me 


Me 


H 


CO 


3-Biph^ylyl 


482 


Me 


Me 


Me 


Me 


Me 


H 


CO 


3-Biphai3lyl 


483 


Me 


Me 


Me 


Me 


Me 


H 


CHj 


5-Biphen3iyl 


484 


et 


Me 


Me 


Me 


Me 


H 


CO 


S-Bipheaylyl 


485 


H 


Me 


Me 


Me 


Me 


H 


CO 


4-Biph6nylyI 


486 


Me 


Me 


Me 


Me 


Me 


H 


CO 


4-BipheELylyl 


487 


Me 


Me 


Me 


Me 


Me 


H 


GHz 


4-Biphens4yl 


488 


EC 


Me 


Me 


Me 


Me 


H 


CO 


4-Biphen.yi^ 


489 


H 


Me 


Me 


Me 


Me 


H 


CO 


2rPhenoxyp]ienyl 


490 


Me 


Me 


Me 


Me 


Me 


H 


CO 


2-PliCTOxyphen:^ 


491 


Me 


Me 


Me 


Me 


Me 


H 


CHz 


2^PhenoxyphenyI 


492 


EC 


Me 


Me 


Me 


Me 


H 


CO 


2-Phenaxypbeaiyl 


493 


H 


Me 


Me 


Me 


Me 


H 


CO 


3-I1ieiiaxyp]ieiiyi 


494 


Me 


Me 


Me 


Me 


Me 


H 


CO 


3-llieiiaxypbenyl 


495 


Me 


Me 


Me 


Me 


Me 


H 


CH2 


3-I%enoKyphenyl 


496 


Et 


Me 


Me 


Me 


Me 


H 


CO 


3-FlieiioxypbeiL^ 


497 


H 


Me 


Me 


Me 


Me 


H 


CO 


2-Benzyloxypheayt 


49$ 


Me 


Me 


Me 


Me 


Me 


H 


CO 


2-Benzyloxyphciiyl 


499 


Me 


Me 


Me 


Me 


Me 


H 


CHi 


2-Beiizyloxyphenyl 


500 


Et 


Me 


Me 


Me 


Me 


H 


CO 


2-Beiizyioxypheayl 


501 


H 


Me 


Me 


Me 


Me 


H 


CO 


S-Benzylpbeoyl 


502 


Me 


Me 


Me 


Me 


Me 


H 


CO 


3-BenzyIphenyt 


503 


Me 


Me 


Me 


Me 


Me 


H 


CHa 


3-Benzylphenyl 


504 


Et 


Me 


Me 


Me 


Me 


H 


CO 


3-Beiizylphenyi 


505 


H 


Me 


Me 


Me 


Me 


H 


CO 


4-Morphalixiophenyl 


506 


Me 


Me 


Me 


Me 


Me 


H 


CO 


4-Maiphdlm0phenyl 


507 


Me 


Me 


Me 


Me 


Me 


H 


CH2 


4-Morpholinophenyl 


508 


Et 


Me 


Me 


Me 


Me 


H 


CO 


4"MoiplioJuiophenyl 


509 


H 


Me 


Me 


Me 


Me 


H 


CO 


3-CyclopentyloxypheiiyI 


510 


Me 


Me 


Me 


Me 


Me 


H 


CO 


3-Cyclopentyioxyphenyl 


511 


Me 


Me 


Me 


Me 


Me 


H 


CH2 


3 -Cyclopcntyloxyphenyl 


512 


Et 


Me 


Me 


Me 


Mc 


H 


CO 


3-Cyclopentyloxyphenyl 


513 


H 


Me 


Me 


Me 


Mc 


H 


CO 


4<CyclDbexyloxyphenyl 


514 


Me 


Me 


Me 


Me 


Me 


H 


CO 


4-CyclDliexyloxyplieiiyl 


515 


Me 


Me 


Me 


Me 


Me 


H 


CH2 


4-Cydolicxyloxyphenyl 


516 


Et 


Me 


Me 


Me 


Me 


H 


CO 


4^Cyclohexyloxyp)ienyl 


517 


H 


Me 


Me 


Me 


Mc 


H 


CO 


3-CycIopciityloxy-4-niethoxypben^ 


518 


Me 


Me 


Me 


Me 


Me 


H 


CO 


3-Cyclopcntyloxy-4-meilioxyphenyl 


519 


Me 


Me 


Me 


Me 


Me 


H 


CHj 


3-Cyclopciityloxy-4-inBthoxyphenyl 


520 


Et 


Me 


Me 


Me 


Me 


H 


CO 


3-C^opeiityloxy-4-metboxypheiiyl 



[0021] (I) T'/T^^n^^' D^V^^^ 40 

f±. ^^^mm-^i, 4 (iH, 3H) -t-y^v'^ 

5. 6-v?T5/-2, 4 (IH. 3 H) - 1° y 5 v'Vv? 

'fkt«lgSrRiS:^-&TfflV'>-ci>J;v>o Y = C S cD^k-e-ife) so 



Y = CH2CD-ft-&i^tt. MJt;i-5Y = CO 
[0 0 2 2] 2, 4 (1 H, 3H) -ey V 

SS:*-t-5-^fi)c4'FB^(*i-7'y-/i'-5. e-i^T^y- 

2. 4 (IH. 3H) -ey 5 v?>'v?:#->'tt, ^JxJf# 

B3qZ8-io9171-§-^^«S:t/<l#fF|g3093170^B^Jfffle(C|E® 
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[0 0 2 3] (I) T*^$tb^^D-v'>'^igf$(D 

mm^^i^i^mti^xn. mmm. mmm.. mwtm.. 

=i^^^M&. -f-hV^J^^^. ;^y^A:^, 
[00 2 4] ^mM(DT ^ 

[0 0 2 5] :^^m(DT i^/i^^-^m&i^mm(^mA 

;tiJ8. ^m^&mi^. ^mm(o&m^^^\z^^^x\t.. m 

mmj:if<DmoMt Lxa-m^. 1 0Sfc?)o.oi'-io 
0 mg/kg<^^ia-e. mmxnmmz^\irxik^'r^:Lt 

10 0 2 6] 

(HJSMl) (RS) -6-T^/-l- (4-:3ih^v' 
;5j7/W7Kn/W:7 3.^/V) -5- (6-b Kn^V-2. 5, 
7, 8-7^ h7 7«^/^^n-7>'-2-;j&/W7}^>f-:^ K) -3 

h^i/;j(;/l^7}?^/v:7^::i/U>f y v'T^— h 2. 2 g 
RXf?^^/i^T^l^40%7^mm 1. 1 gSrx h^fc Kd:7^ 
>^ 50 ml«1='t;i;!)P^. 2^rB^alJfcJP^L^Co ^j^Sr®* 

tfrtBLfcg^^ (N-4-^ h=^v/;^7/^7K:=^/^:7 3l^y^ 
-N' -7«^/^l>l^T) SrJSffitUfc (2.35 g) o -tOHflc 
1.08 glZi^T ym^920 mg.RU?M*StSS1.6 mlS:JP;tl3 

X^X^Ctcmi^^M^Ltc (1.09 g) o -^(7)530 mg^lO 
%7k®^^k-^ h y ^>i^7kSm2 ml. TklO mH;::jp;tT^ 

uximmwLtio im'&mmx^^Lfc^. mi¥ (6 

(4-^ h^v';?!7/U7}fr:i/l.7:nn/i.) -3-;^ 
40 mg. mlfir/TKlO ml^Mx.. ^iB^XSm^ 

mwLtc. mTKmit-thu ^j^TKmmx^^i^. @^ 

3-^^/W5-=^ hny ^^i/yw) SrffiffilLfc (480 m 



(20) 

38 

g) o ^(7:>mi^Rm%y<9 'y^ J^/^mso mg. 

-/V20 ml2:7K*»»ftTT^3^Wjt#U/Co 0.1 m 

l^J!JP;tT^^$itfcm. fefei^SrMSiJbfCo mm^m& 
gfg&^^/vSr^IPxTHflc (5. 6-:^T^y-l 

;l--i^®5Je) SriSSiUfc (405 mg) ^ 6-t: Vu^i^- 
2. 5. 7, c2-x->'-2-:;t7/V'/i^V^2 
50 mg, v?:7znJ^/W7j^>^:7;*-y n y h320 mg, h 
y zn^/VT ^ :/120 mg^il/i/^ n n ^ ^ >'10 mlS:^?^ 
10 Xl^mm^^l^tio 5, 6-v?T^ (4-:x. hz^f-v- 

:;F;/U7n'-/V:7^^/V) -3-^^/^^^^/^ • :^^Jfi300m 
g>Rt/ h y ^^/VT ^ ^-220 mgSr*P;tT^MTn^F^Mi* 

;^7^A^ u-r h^^:7-e)ff^ (CH2CI2 : MeOK = 10 

0 : 1-50 : 1) LT. ^IE>ft:'a^^S:280 mg#fco 

;K^^^*Ri;^^^ h^'^ (Ih-nmr) (OMso-de*. d pp 

m) : 8.10 (2H, d. J = 8. 9 Hz), 7.94 (IH, s), 7.50 
(2H. d. J = 8.9 Hz), 7.48 (IH, s). 5.88 (2H, s), 
4.37 (2H, q, J = 6. 9 Hz), 3,11 (3H, s), 2.58 (2H, 
20 m). 2.25 (IH, m). 2.12 (3H. s). 2.07 (3H, s). 2.01 
(3H, s), 1.83 (IH. m). 1.46 (3H, s). 1.34 (3H, t. 
J = 6. 9 Hz) 

mnmmmnm^VrnY doF-Mass) : 537 (m+h) 

[00 2 7] mMm2) (RS) -6-T^/-l- 

(4-v'Ty >^:iir:^/b) -5- (6-fc 5. 
7. 8-7^ n-v>'-2-;;^7/wi<:^if^ K) -3 

30 ^isijij 1 1 mm^z vxmm^t^^^mco 

IH-NMR (DMSO-de't'. 5 ppm) : 8.04 (2H, d, J = 8. 4 
Hz), 7.92 (IH, s). 7.59 (2H, d, J = 8. 4 Hz), 7.52 
(IH, s), 5.95 (2H, s), 3.11 (3H, s), 2.58 (2H, m), 
2.27-2.22 (IH, m), 2.12 (3H, s), 2.07 (3H, s), 2. 

01 (3H, s), 1.83-1.81 (IH, m), 1.46 (3H, s) 
TOF-Mass : 490 (M+H) 

[0 0 2 8] mMmS) (RS)-6-T^/-l 
- (3- h y >^/i^;*-n;^^/uy^r^/u) -5- (6-fc 
Kn^v'-2. 5, 7. 8 -x h 7^ ^/^^ o-^ V- 2 
40 -:^/U7f.^l^^ K) -3-y^/i">^V/i- (it^ms) 

IH-NMR (DMSO-de'f'^ 5 ppm) : 7.95-7.88 (2H, m), 7. 
81-7.75 (2H, m), 7,69-7.66 (IH, m), 7.51 (IH, s), 
5.95 (2H, s), 3.11 (3H, s), 2.58-2.50 (2H, m), 2.3 
0-2.21 (IH. in). 2.13 (3H. s), 2.08 (3H, s). 2.01 
(3H, s). 1,76-1,86 (IH. m). 1.47 (3H. s) 
TOF-Mass : 533 (M+H) 
50 [00 2 9] (mMm4) (RS) -6-T^y-l- 
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(3-v'T/:7ai:=^/v) -5- (6-t: KDar>-2. 5. 
7, 8-x ^^^^>'^^u-v'>--2-;&/V'7K^1^^ K) -3 

IH-NNfR (DMS0-d6^. 6 ppm) : 8.01-7.93 (3H, m), 7. 
75-7.70 {2H, m), 7.52(1H, s), 5.97 (2H, s), 3.11 
(3H, s), 2.58 (2H, m), 2.30-2.21 (IH. m), 2.13 (3 

H, s), 2.07 (3H, s), 2.01 (3H. s), 1.84-1.76 (IH, 
m), 1.47 (3H, s) 

TOF-Mass : 490 (M+H) 
[0 0 3 0] imMm^) (RS) /-l- 
{Z-':xLye>c'yio;\^i\i=^/Vy ^:=.;V) -5- (6-t Vu^ 

i/-2, 5, 7, 8-x o-;r:x-2-;^7/W7}<^ 
K) -s-^^/v-e^^^^/v. (>ft:-&ife»106) 

IH-NMR (DMSO-dett'. 5 ppm) : 8.09 (IH, d, J = 7. 3 
Hz), 7.95 (IH, m), 7.87 (IH, s), 7.73-7.62 (2H, 
m) , 7. 51 (IH, s) , 5. 89 (2H, s) , 4. 35 (2H. q, J= 7. 
2 Hz). 3.12 (3H, s), 2.58 (2H, m). 2.30-2.21 (IH, 
m). 2.13 (3H, s),2.08 (3H, s), 2.01 (3H. s), 1.86- 

I. 76 (IH, m), 1.47 (3H, s), 1.33 (3H, t. J = 7. 2 H 
z) 

TOF-Mass : 537 (M+H) 

[00 3 1] mmmG) (rs) -6-t^/-i- 

(3-;^/P7j^>V:7^:^/P) -5- (6-b Kc2^rV-2, 
5, 7, 8-7" hy;^^/^^ D-y'^/-2-:*/W7j<^1^^ 
K) -3-7«^yU^?^V/l- (jt:-&ife94) 

5 -e»fc (RS) -6-T^y-l- (3-^31 h^v- 
:;!7;V7t^n/W^ain/W) -5- (6-fc Knarv'-2, 5, 
7, 8-T- ^2-^>^-2-;^;/V7If=^1^^ K) -3 

IH-NMR (DMS0-d6^=^. 6 ppm) : 13.23 (IH, brs), 8.08 
-8.05 (IH, m), 7.95 (IH, d, J = 5. 4 Hz), 7.82 (IH, 
s), 7.70-7.58 (2H. m), 7.50 (IH. m), 5.87 (2H. 
s), 3.11 (3H, s), 2.58-2.50 (2H, m), 2.30-2.20 (1 

H, m), 2.13 (3H, s), 2.07 (3H, s), 2.01 (3H. s). 

I. 86-1.76 (IH. m), 1.47 (3H, s) 
TOF-Mass : 509 (M+H) 

[0 0 3 2] {mmm?) (rs) -6-t^/-i- 

{4-tJ/i-7t^^i^yai=^/U) -5- (6-t: Kn:3rv'-2, 

K) -3-p<^/^^?7v^y^ (it^mss) 

mmmixmtz (rs) -e-r^y-i- 

ti}V^^:=-)Vy :xL=.fV) —5- (6-fc Ke3^v'-2, 5, 
7. 8-7^ P-7>'-2-;57/U/-KA^i^^ K) -3 



(21) 

40 

IH-NMR (DMS0-d6^». 6 ppm) : 8.07 (2H, d. J = 7. 8 
Hz). 7.95 (IH. s). 7.51 (IH, s). 7.44 (2H. d, J = 
7.8 Hz), 5.87 (2H, s), 3.11 (3H, s), 2.57-2.50 (2 
H, m), 2.27-2.23 (IH, m). 2.12 (3H, s), 2.07 (3H, 
s). 2.01 (3H. s), 1.83-1. 78 (IH, m). 1.46 (3H, s) 
TOF-Mass : 509 (M+H) 
[0 0 3 3] (*J£0iJ8) (RS) -6-T^y-l- 
10 {-^-ilfV^^^^ }\yy zz.:=^}V) -5- (6-t: Yue^-y- 

2. 5, 7, 8-7" h9^^/^^ n-r>'-2-;^7yU;1f^1^ 

^ K) -S-T^^/V^^v^/l- (>fl:'^^118) 
^iSM6Ti#fc (RS) (3-:^/^7}<^ 

i/y'^^/l^) -5- (6-t: Kn^v'-2, 5, 7. 8-7" 

h^;?^^/!^^ n-7V-2-;^/i^>i<=^f-^ K) -3-p«^/i-^7 

IH-NMR (DMSO-dg^^, 6 ppm) : 8.06 (2H, d, J = 5. 4 
Hz), 8.02 (IH, s), 7.96 (2H, d, J = 5. 4 Hz), 7.83 
20 (IH. s). 7.63 (IH, t. J = 7.70 Hz). 7.51 (3H, m). 
5.84 (2H, s). 3.12 (3H, s), 2.58 (2H, m), 2.23-2.3 

0 (IH. m). 2. 13(3H, s). 2.07 (3H, s). 2.01 (3H, 
s). 1.83-1.78 (IH. m). 1.47 (3H. s) 
TOF-Mass : 508 (M+H) 

[00 3 4] (*JS^J9) (R S) /-l- 
(4-:;57/w^^^/U7^^yW) -5- (6-t Kni^v'- 
2. 5, 7. 8-r ^-r>'-2-:*/V7K=¥1^ 
^ K) -3-^^/^^^i//V (>fk-&^fel22) 
S:ffi^J7T*t#fc (RS) -6-T^/-l- {4-io;VTf-^ 
30 -yy^:=.jV) -5- (6-t: Kn^v/-2. 5, 7. 8-r 
h^^^/^^ D•H^:/-2-:*/^7S:^E^i^^ K) -3-;^5^/w5^ 

IH-NMR (DMSO-deM^x 6 PPm) : 8.40 (IH. s). 8.00 (2 
H, d, J = 8.4 Hz). 7.48-7.39 (2H. m). 6,11 (IH. br 
s), 5.68 (IH, brs), 5.14 (2H, s), 3.35 (3H, s), 2.7 
2-2.59 (2H. m), 2.41-2.34 (IH, m), 2.30 (3H, s), 
2.19 (3H, s), 2.09 (3H, s), 2.05-1.91 (IH, m), 1.6 

1 (3H. s) 

40 TOF-Mass : 508 (M+H) 

[0 0 3 5] (lliS0iJl 0) (RS)-6-T^y-l- 
(4-N, N-v?;^^/^;^/W<^-f /Wy^ji^/P) -5- (6 
-t:Kn^v'-2. 5, 7. 8-7" h ^/Vi^' n-r ^^-2 
'HfVif.^^^ K) -3-;^^/i-^7^iy/^ ({t;'g'^126) 
HiS^iJ 7 -C#;/h (RS) -6-T^y-l- {A-ti)\^if-^ 
v-^zc^/P) -5- (6-t: Ko=3rv'-2. 5. 7. 8-r 
h^^f^/v-^ ^l-r>'-2-:;^;/^7K^1^^ K) -3-p«^/^!j^ 

50 IH-NMR (DMSO-de't'. 6 ppm) : 8.34 (IH. s). 7.63-7. 
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59 (2H m). 7.43-7.33 (2H, m), 5.10 (IH, brs). 3.35 
(3H, s), 3.15 (3H. s), 3.02 (3H, s), 2.74-2.53 (2 

H. m). 2.43-2.33 (IH, m). 2.29 (3H. s), 2.19 (3H. 

s). 2.09 (3H, s), 2.02-1.91 (IH, m). 1.62 (3H, s) 

TOF-Mass : 536 (M+H) 
[0 0 3 6] (HJS^Jl 1) (R S) 
{3-T±=^/^y^^^i^) -5- (6-b Kc3=^->-2, 

5. 7. 8-T- h^^^/u^ ^•w-2-:^^7/^7}f=3e■1^^ 

K) -S-;^^/^^^^^/^ (>ft^^^l34) 

IH-NMR (DMS0-d64^. 5 ppm) : 8.09 (IH, d, J = 7. 8 
Hz). 7.96 (IH, s), 7.91 (IH, s), 7.73-7.60 (2H, 
m), 7.52 (IH, s), 5.88 (2H, s), 3.12 (3H, s),2.60- 
2.58 (2H, m), 2.30-2.21 (IH, m), 2.13 (3H. s). 2.0 
8 (3H, s). 2.01 (3H, s), 1.86-1.76 (IH, m). 1.47 
(3H. s) 

TOF-Mass : 507 (M+H) 
[00 3 7] mWSWl) (RS) -6-T^/-l- 

(4-Tir^/^:7:3i^/i^) -5- (6-t: 
5, 7, 8-7^ h^7^^/V^ n-7>'-2-:^/V/1^:35^f-^ 
K) -S-T^^/l-'?^ V/l- (>ft:^^138) 

IH-NMR (DMSO-de^^. 6 ppm) : 8.42 (IH. s), 8.16-8. 
12 (2H. m), 7, 50-7. 40 (2H, m). 5.16 (2H, s). 3.35 
(3H, s), 2.66-2.52 (5H, m), 2.41-2.33 (IH, m), 2.3 
0 (3H, s), 2.19 (3H, s), 2.08 (3H, s), 2.02-1.91 
(IH, m), 1.61 (3H. s) 
TOF-Mass : 507 (M+H) 

[0 0 3 81 (lli£Ml3) (R S) 

(3-<>'>^'Y/i^73i^/v) -3-^^/1^-5- (6-t: Kd 
5. 7, 8-r n2-r>--2-:^/V'7K 
^f-^ K) e^^i^/l- (^b'&^144) 

4-^ h:^fv':5&/V7K::^/V'>^^:=i/l^'< yi/T^— V<D\\1o 

IH-NMR (DMSO-de't'. 6 ppm) : 8.00 (IH, d, J = 4. 3 

Hz), 7.89-7.51 (lOH, m), 5.96 (2H. d, J = 7. 3 Hz), 
3.77 (2H. q, J = 6.8 Hz), 2.58 (2H, m). 2.25-2.23 
(IH, m), 2.13 {3H. s). 2.08 (3H, s), 2.01 (3H, 

s), 1.83-1.78 (IH.m), 1.46 (3H, s), 1.06 (3H, t. J 
= 6. 8 Hz) 

TOF-Mass : 583 (M+H) 
[00 3 9] (||JS0iJ14) (RS) -B-T^y-S- 
(6-t Knari/-2, 5, 7, 8-x h 9 ^ ^/t-^ n 

>'-2-;*r/U7jt>i^^ K) -3-^^/P-l- i2-V^}y)V 
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:^-ny ^/i-y rnn/L) 

fflv^fc£Jl^1^ptll^£0iJ 1 1 Iridic \.xmx^\\i^m^mz,. 

IH-NMR (DMSO-de^^x 5 ppm) : 7.99-7.74 (5H, m). 7. 

59-7,50 (2H, m). 6. 02(2H, d, J = 10 Hz), 3.11 (3H, 
s), 2.58 (2H, m), 2.29-2.20 (IH, m), 2. 12(3H, s), 
2.07 (3H, s). 2.01 (3H, s). 1,86-1.74 (IH. m), 1. 

47 (3H, s) 
10 TOF-Mass : 533 (M+H) 

[0040] mWS^\^) (R S) y-5- 
(6-1: Kn^'>-2, 5. 7, 8-7^ h ^ ;^ ^/^iJ^ n-^ 

>-2-tifvif.'^^^ K) -3-y^/wi- (4-f>y:7/u 

;e-n^^/lxy^:ii::^/V) ^^V/l- (^fk-g-^lSO) 

fflV^fca^fi^^£0iJl i:|g|«t-UT^tS^I::'a^^^#fcio 
IH-NMR (DMSG-dgft', § ppm) : 8.42 (IH, s), 7.87-7. 
82 (2H, m), 7. 52-7. 45 (2H. m). 5.16 (2H, s). 3.35 
20 (3H, s), 2.74-2.61 (2H, m), 2.41-2.34 (IH, m), 2.3 
0 (3H, s), 2.19 (3H, s), 2.09 (3H, s), 2.02-1.91 
(IH, m), 1.61 (3H, s) 
TOF-Mass : 533 (M+H) 

[004 1] (||Jfe«?iJ16) (RS) -6-T^y-3- 
ni^/W5- (6-t Knaf-v'-2, 5, 7, ^-"rVy:^ 
^/u^u-T>'-2-tf/i^^^1f'^ K) -1- (4-^^>^:^ 

IH-NMR (DMSO-de^'. 6 ppm) : 8.08 (2H, d, J = 8. 6 
Hz), 7.98 (IH, s), 7.65 (2H, d, J = 8.6 Hz), 7.51 
(IH, s), 5.93 (2H, s), 3.79 (2H, q, J = 6. 9Hz), 3. 
30 (3H. s), 2.60-2.55 (2H, m). 2.30-2.21 (IH. m), 
2.13 (3H. s). 2.07 (3H, s). 2.01 (3H. s), 1.87-1.7 
7 (IH, m), 1.47 (3H, s). 1.07 (3H, t. J = 6. 9 Hz) 
TOF-Mass : 557 (M+H) 
[0 0 4 2] (HJSiJiJl 7) (RS) -6-T5:y-5- 
40 (6-tKn^v^-2. 5, 7. 8-7" N 9 ;^ ^/V^ n-^r 
^/-2-;j!7/W7K:^f-^ K) -3-y^/v-i- (S-'rhyy 

mi&M4X'iWfc (RS) -6-T^/-l- (3->T/y 
:n::i/U) -5- (6-t: Kni:^v'- 2. 5. 7. 8-rh^ 
;^f^/V->^ n-y':/-2-;?7/WAK:3^f-^ K) -3-y 

IH-NMR (DMSO-del^. 6 Ppm) : 17.04 (IH, brs). 8.19 
(IH, d, J = 8.4 Hz), 7. 98 (2H, s), 7.79 (IH. t, J 
50 =8.1 Hz), 7.60-7.51 (IH, m), 5.95 (2H. s),3. 14 (3 
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H, s). 2.58 (2H. m). 2.28-2.24 (IH. m), 2.13 {3H. 
s), 2.08 (3H,s), 2.01 (3H. s). 1.84-1.79 (IH, m), 

I. 48 (3H, s) 
TOF-Mass : 533 (M+H) 

[0 0 4 3] mmmi S) (RS) /-S- 
:n^/W5- (6-t Kn3=3ri/-2, 5, 7, S-r^h^;^ 
^/V^ n-v>^-2-:;?7/U/K^i^^ K) -1- (6-^czp-3 
-b'yv?/P) !?7V'/V- (>fb^i^256) 

IH-NMR (DMSO-de^". 6 ppm) : 8.44 (IH. d, J = 2.4 
Hz), 7.95-7.91 (IH, m), 7.71 (IH, d, J = 8. 1 Hz), 
7.52 (IH. s). 6.11 (2H. brs), 3.77 (2H. q, J= 6.9 
Hz). 2.58 (2H. m). 2.27-2.22 (IH. m). 2.12 (3H. 
s). 2.07 (3H. s).2.01 (3H. s). 1.85-1.80 (IH. m), 
1.47 (3H, s), 1.07 (3H. t. J = 6. 9 Hz) 
TOF-Mass : 514 (M+H) 

10 0 4 4] (MMmi 9) (RS) -6-T^/-3- 
:n^/W5- (6-b Kp^v'-2, 5, 7. 
^/i.^ D-r>'-2-:357/V/}t>-y-^ K) -1- (3-eyv^ 
/V) ^Viy/l- {it^m97) 

rni&mi 8T*#fc (RS) /-3-:3i^/W-5- 

(6-t:Kn^i/-2, 5, 7, 8 -7^ h 9 ^ ^/V^ n 
:/-2-:^/^:?}^>1^^ K) -1- (6-^ n V? 
/p) ^7^v/u^Stt*^^kT*il^-r5):ittcj;«9«IE<b 

IH-NMR (DMSO-de^^. 5 ppm) : 8.70 (IH, d, J = 1.4 
Hz), 8.55 (IH, d. J =2.4 Hz), 7.97 (IH. s). 7.84 
(IH, d. J = 8. 1 Hz). 7.61-7.52 (2H, m). 5. 98(2H, b 
rs). 3.78 (2H, q, J = 7. 0 Hz), 3.15 (3H. s), 2.55 
(2H, m). 2.25-2.23 (IH. m). 2.13 (3H, s). 2.07 (3 
H. s). 2.01 (3H, s). 1.84-1.79 (IH. m). 1.47 (3H. 
s). 1.07 (3H, t. J = 7.0 Hz) 
TOF-Mass : 480 (M+H) 
[004 5] (3IS£0iJ2O) (R S) 
(2, h^i/-3-ey v^/W) -3-:i^^/l-5- 

(6-fc KDdrv'-2. 5, 7. 8-r b 7 7< ^/l^iJ^ n 
>^-2-;^/W7K:^1^^ K) e^^V/W «b^ifel237) 

lRl1^lCLT#bixS (RS) -6-T^/-l- (2. 6- 
a n-3-fc:'y v^/W -3-:i:^/W5- (6-b Kn^ 
v'-2, 5. 7, S-y" hv /^/^^ ^'^>'-2-:^/i^yt^^ 
1^^ K) e^^v-zi-Sr^hy !>i>.;^ h:¥i/Ki:S/j;^ii:5 

IH-NMR (DMSO-de^. 6 ppm) : 7.98 (IH, s), 7.61 (1 
H. d. J = 8.4 Hz). 7.50 (IH. s), 6.50 (IH. d. J = 



(23) 

8.4 Hz). 5.98 (2H. s). 3.92 (3H, s). 3.87 {3H. s). 
3,76 (2H. q, J = 6. 9 Hz), 2.57 (2H. m), 2.30-2.20 
(IH. m), 2.12 (3H. s), 2.07 (3H. s), 2.01 (3H. 

s). 1.85-1.75 (IH. m). 1.46 (3H. s). 1.05 (3H. t. 

J = 6. 9 Hz) 

TOF-Mass : 540 (M+H) 

[0046] immm2i) (rs) -e-r^y-s- 

:3i^/W5- (6-1: Kn^i/-2. 5, 7. 8-xh7>« 
^/i^^ t2'^^^-2-:^/i-7t:^'^^ K) -1- i6-y h^t^- 
10 3 - 1** y i//V) ^ "7 v-/!^ (^1:^^264) 

mmmi SX^mc (RS) -6-T^y-3-^f^/W5- 
(6-t: Kn^v'-2, 5. 7. S-y" h9 ^^^^^ x:^'^ 
>'-2-;^7/i-7jf:3f-y-^ K) -1- {6-1^ tit2-3-\d^]) iy 

/w) ^9iy^i^^'rhD^j>^yh^iyvtKJi:>^it?)Zt 

IH-NMR (DMSO-detp. 6 Ppm) : 8.14 (IH. s), 7.96 (1 
H. d, J = 2.4 Hz). 7.69 (IH, d, J = 8. 6 Hz), 7.52 
(IH. s), 6.97 (IH. d, J = 8.6 Hz). 6.00 (2H,brs), 
3. 91 (3H. s) . 3. 76 (2H. q, J = 7. 0 Hz) . 2. 55 (2H. 
20 m), 2.29-2.20 (IH. m). 2.12 (3H. s). 2.07 (3H, s). 

2.01 (3H, s), 1.86-1.76 (IH, m), 1.46 (3H. s). 1. 
07 (3H. t. J = 7. 0 Hz) 
TOF-Mass : 510 (M+H) 

[004 7] (mmm22) (RS) -6-T^y-3- 
:n^/W5- (6-b Kndrv'-2. 5, 7. S-rh^y^ 
^/l^^ 13-^^-2 -;^t7/V7K:3ei^^ K) -1- (N-;^^/W2 
-b'^y K>'-5-f/U) ^^^v-zl^ (jb'a^i^280) 

IH-NMR (DMS0-d6^^> 6 ppm) : 7.96-7.92 (2H, m), 7. 
52 (IH. s). 7. 36-7. 31 (IH. m). 6.45 (IH. d. J = 10. 
0 Hz). 6.17 (IH. d, J = 7.6 Hz). 3.78 (2H.q, J = 
6.9 Hz). 3.41 (3H, s). 2.57 (2H. m). 2.30-2.20 (1 
H. m), 2.12 (3H. s), 2.07 (3H, s), 2.01 (3H, s), 1, 
84 (IH. m). 1.46 (3H. s). 1.06 (3H. t. J = 6. 9 Hz) 
TOF-Mass : 510 (M+H) 
40 [0048] (|li£M23) (RS) -6-T^y-5- 

(6-b Kd^v/-2, 5. 7, 8-7^ h^y ^/l-^ n-y- 
>^-2-:?5;/i^:^K^-y"^ K) -1- {\—ty^^\^) ^y-y)V 

(>fl:'&#^290) 

i9t- 1-^:7 ^/u-r yv/T^- y ^/i-T v-cD^tt? 

IH-NMR (DMSO-dg't'. 5 Ppm) : 10.97 (IH. s). 8.13- 
7.99 (3H, m), 7. 68-7. 50 (6H, m), 5.80 (IH, d, J = 
50 5. 7 Hz). 2.61-2.50 (2H. m). 2.31-2.20 (IH. m). 2.1 
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3 (3H, s), 2.08 (3H, s). 2.00 (3H, s), 1.86-1.74 

(IH, m), 1.46 (3H, s) 

TOF-Mass : 501 (M+H) 
[004 9] {%mm2A) (RS) -6-T^y-5- 
(6-l:Ko^v^-2, 5. 7» 8-7^ h 7 ^ ^/W^J' n 

iy-2'^;^^yfs^^^ K) -S-^^/wi- {I'-ryf- 

IH-NMR (DMSO-de'^^. 6 ppm) : 8.52 (IH, s), 7.94-8. 

05 (2H. m). 7.71-7.48(5H. m). 5.21 (IH, brs), 3.40 
(3H, s), 2.72-2.50 (2H. m). 2.37 (IH, m),2.32 (3 

H, s), 2.19 (3H, s), 2.07 (3H. s). 2.00-1.90 (IH. 

m), 1.61 (3H. s) 

TOF-Mass : 515 (M+H) 
[00 501 (MMm25) (RS) /-5- 
{6-t: Kd:^v'-2, 5, 7, 8-7^ h 9 7< ^/v^ ci-r 

>'-2-;^/wi<=^1^:^ K) -3-;^^/i--l- (3, 4-^^ 

U>^Zy:t^i^y zrL=^/i^) e^^v^/V (>ft:'a^^fe»348) 

«9lC3, 4-^^W:/v^:^^v^>^^^/W yi/T^— h 

IH-NMR (DMSCKde^'. 6 ppm) : 7.93 (IH, s), 7.52 (1 
H. s), 7.05-7.01 (lH,m), 6.96 (IH, m), 6.80-6.77 
(IH, m), 6.13 (2H. s), 3.10 (3H, s), 2.57-2.50 (2 
H, m), 2.29-2.20 (IH. m), 2.12 (3H. s). 2.07 (3H. 
s), 2.01 (3H, s). 1.85-1.75 (IH, m), 1.46 (3H, s) 
TOF-Mass : 509 (M+H) 
[005 1] (^36601126) (RS) -6-T:$y-5- 
(6-t: KD:^riy-2. 5, 7. 8-7^ h^y ^/WiJ' n-x' 
>^-2-:^/^/i^^i^^ K) -3-y^/Wl- (2-)^^^- 

IH-NMR (DMS0-d64^> 6 ppm) : 8.10-7.97 (5H, m), 7. 
67-7.58 (2H. m), 7. 51 (IH. s), 7.42-7.39 (IH. m), 
5.91 (IH, brs), 3.14 (3H. s). 2.55 (2H. m), 2. 31-2. 
21 (IH, m), 2.13 (3H, s). 2.08 (3H, s), 2.01 (3H. 
s). 1.86-1.79 (IH, m). 1.47 (3H, s) 
TOF-Mass : 515 (M+H) 

[00 5 2] mm21) (RS) -6-T^y-3- 
3i^/V-5- (6-t: Kn::^v'-2. 5, 7. 8-7^ h^y 
^-e>^-2-:?&/^5^^=^r1^^ K) -1- (5, 6, 7. 
8-T- h7 t: Kn-l-:^:7^/v^) ^^'yfV (jL^a^ 4^370) 

i9tc3i^/w^ yvT^- y ^/i^T ^ v-ol-^t) 9 
5. 6. 7. 8-r N^fc KD-i-':^:7^yuT^ ^-Srffl 



(24) 

IH-NMR (DMSG-de^". 6 Ppm) : 8.04 (IH, d. J = 5. 7 
Hz). 7.50 (IH. s). 7.30-7.22 (2H. m). 7.09-7.04 (1 
H. m). 5.67 (2H. s), 3.79 (2H. q. J = 6. 9 Hz), 2.8 
0 (2H. m). 2.58 (2H, m). 2.38-2.23 (3H, m). 2.12 
(3H, s), 2.08 (3H, s). 2.01 (3H, s) , 1.72-1.70 (5 
H, m). 1.46 (3H. s). 1.07 (3H. t. J = 6. 9 Hz) 
TOF-Mass : 533 (M+H) 
[0 0 5 3] (IISS0iJ28) (RS) -6-T^y-3- 
10 3i^/W5- (6-t: KD:3fv'-2. 5. 7. 8-xh^y 
x2-^iy-Z-ti)\^^-^^^ K) -1- (5— r>^y^ 

4-31 ;Vifs=^;Vy :xl=l;V>( ^ -yT V<Di\t> 

!9tC3i^/V-r y i/T^— y ^/i-T^ >^cDf-^*p«9 {C5 
-T ^ y :y^:yi:m\^^fciX9S^\%mmm 1 t mm\^ 

IH-NMR (DMSO-detfi^ 5 ppm) : 7.99 (ih, s), 7.51 (1 
H. s). 7.37 (IH, d, J=8. 1 Hz). 7.16 (IH, s) , 7.04 

(IH, d, J = 8. 1 Hz), 5.68 (2H. s), 3.89 (2H. q. J 
20 =6.8 Hz). 2.96-2.88 (4H. m), 2,56-2.51 (2H. m). 
2.27-2.22 (IH.m). 2.12 (3H, s). 2.07 (3H, s), 2.00 

(3H. s), 1.83-1.78 (IH. m). 1.46 (3H, s). 1.06 (3 
H. t. J = 6. 8 Hz) 
TOF-Mass : 519 (M+H) 

[0 0 5 4] (Iim^j29) (RS) -6-T^y-l- 

(6-^^/>^^T:/y /1-) -3-3i^/v-5- (6-t: Vu^ 
i^-2, 5, 7, 8-x h^y ^/V'^ n-v':x-2-:^/l^7K=¥ 

f-^ K) !>9iy/^ 

4-31 V^i^io;i^'^^=^;i-y :rLZ^;v^ y VT^— V(Oi\^ 

IH-NMR (DMS0-d6^. 5 ppm) : 9.53 (IH, s), 8.25-8, 
19 (2H, m). 7.99 (IH.m), 7.50 (IH. m). '7.46 (IH, 
s). 5.89 (2H, s). 3.89 (2H. q. J = 6. 9 Hz). 2. 57 (2 
H, m). 2.28-2.23 (IH. m). 2.13 (3H. s). 2.07 (3H. 
s), 2.01 (3H, s), 1.84-1.79 (IH, m). 1.47 (3H. s). 

1. 08 (3H. t. J = 6. 9 Hz) 
TOF-Mass : 536 (M+H) 
40 [0055] (llifE0iJ3O) (RS) -6-T^y-3- 
3i^/V-5- (6-t Kn^iy-2. 5. 7. 8-7^ S^y 
^/v.>5'n-7>--2-:Jt7/V7tfari^^ K) -1- (l-;<^^y-2 
-^t^-^^ ;v) ^^v-zw ({b'a'^392) 

4-31 h:^v';!?7/^3^K^/u:7 j:— y i/T^— V<oi\t> 
i9f-iii^/u^ yi/T^- ?^^;\^T^>^(Oi\t>^K. 
1 y- 5 h n - 2 :¥1^-f >'^^>'S:g^te}S7c U 
xnhMcS'T ^ y- 1 -:^:¥y-2-;^-^1^-f >'^^ VS: 

IH-NMR (DMSO-de^'. 5 ppm) : 7.97 (IH, d, J = 5. 9H 
50 z), 7.89-7.83 (2H. m). 7. 75-7. 72 (IH. m), 7.52 (IH. 
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s). 5.92 (2H. d, J = 7.3 Hz). 5.51 (2H. ABq), 3.7 

8 (2H, q, J = 7.0 Hz), 2.58-2.50 (2H, m), 2.30-2.2 

1 (IH, m), 2. 13(3H, s). 2.07 (3H, s), 2.01 (3H. 

s), 1.89-1.77 (IH, m), 1,47 (3H, s). 1.08 (3H. t, 

J = 7. 0 Hz) 

TOF-Mass : 535 (M+H) 
[00 5 6] (|lffi0iJ31) (RS) -6-T^/-l- 
{Z-^l/\/)Vit^-yy oLz^fV) -5- (6-t: Kn:3rV- 

2, 5. 7, 8-7^ h7P«^>^V'^n-r:/-2-:*r/^:^:^r1^ 

^ K) -3-;^^/V^^V/v iWL-^m^^^) 

IH-NMR (DMSO-de'l^. 6 ppm) : 8.40 (IH. s). 7.47-7. 
37 (6H, m), 7. 15-7. 11 (2H. m). 6.96-6.87 (2H. m), 
5.20 (2H, s), 5.06 (2H, s), 3.35 (3H, s), 2.65-2.6 
1 (2H, m), 2.34 (IH, m), 2.30 (3H. s), 2.19 (3H, 
s), 2.09 (3H, s), 2. 01-1. 93 (IH, m), 1.61 (3H, s) 
TOF-Mass": 571 (M+H) 
[00 5 7] (Il:te^j32) (RS) -6-T 5: 7-1- 
(3- t->^ h^V:^/V7j^:=^/l-T^ y y^^:^/l-) -5- (6 
-fc:Kn=^i/-2, 5. 7. 8-7" h ^ p« ^/v^ n V- 2 
--fj J\^if-^^ % K) -3-;^^/^!j7^v'/v (>fk'g'#7468) 

1 O tfj^XS i: HHiltC L T# tufc 6 -T ^ / - 3 ^ 
1 - ( 3 h n ^/v) 9 i//ix4r^»il7cf^Boc 
^bUT^^tifce-T^ y-1- (3-t-:/b^v'::^/v-7K 

IH-NMR (DMSQ-de't'. 6 ppm) : 9.66 (IH, s). 7.97 (1 
H, s), 7.52-7.38 (4H,m), 6.91 (IH, d. J = 7. 8 Hz), 
5.74 (2H, s). 3.15 (3H, s). 2.64-2.59 (2H,m), 2.4 
0-2.34 (IH. m). 2.30 (3H. s), 2.19 (3H. s). 2.08 
(3H. s), 1.98-1.93 (IH. m), 1.50 (9H, s). 1.47 (3 
H. s) 

TOF-Mass : 580 (M+H) 
[00 5 8] (Mt&MSS) (RS) -6-T^ /-l- 
(S-fc'y^^^y/l^) -3-:3i^/u-5- (6-t: Kni:^v'- 
2. 5, 7. 8-r h^^^/WiJ^ 0-^^-2 -:3?7/^^*^1^ 
^ K) (^k'a'^^484) 

IH-NMR (DMSO-de^'. 6 ppm) : 8.01 (IH. s), 7.85 (1 
H, d, J = 8.4 Hz). 7.75-7.61 (4H. m). 7.51-7.31 (5 
H. m). 5.83 (2H. s), 3.79 (2H. q. J = 6. 9 Hz). 2.5 



(25) 
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8-2.50 (2H. m). 2.28-2.23 (IH. m). 2.13 (3H. s). 
2.08 (3H, s), 2.01 (3H, s), 1.84-1.79 (IH. m). 1.4 
7 (3H. s), 1.08 (3H. t. J = 6. 9 Hz) 
TOF-Mass : 555 (M+H) 

[00 5 9] (IIIS^J34) (RS) -6-T^/-3- 
^^/W5- (6-t: Kn^v'-2, 5, 7, S-'rhy/ 
^/u^ n-v->'-2-:j?;/i-7n>f-:^ K) -1- (s-y^/^ 
iyy:n=^/U) ^y\/)V (>fk;'g'^496) 

10 y VT^— 7 ^/VT ^ V(7:)f^t) «9 3 

IH-NMR (DMS0-d6»f>, 5 ppm) : 7.98 (IH, d. J = 5. 1 
Hz), 7.58-7,51 (2H. m), 7.44-7.39 (2H, m) . 7.22-7. 
09 (5H. m). 7.00 (IH. m), 5.87 (2H. s). 3.76(2H. 
q. J = 6.9 Hz), 2.58 (2H, m), 2.29-2.20 (IH. m), 
2.12 (3H, s), 2.07 (3H, s) , 2.01 (3H, s), 1.86-1.7 
6 (IH, m), 1.46 (3H, s). 1.05 (3H. t. J= 6.9 Hz) 
TOF-Mass : 571 (M+H) 
20 [0060] mmmSS) (RS) -6-T^ 

(3-^>'v^/W:7iii:=^/l^) -3-^^/W5- (6-t: Vvi^ 
v'-2, 5, 7, 8-v^ n-v>^-2-:;^;/V:^J<=^ 
f-^ K) ^yi^/i- (^t:'&^504) 

4-rc h^\^:^/l^^='/l^y^=^/l^^yi^T^— h(Oi^t> 

IH-NMR (DMSO-de**'. 6 PPm) : 8,00 (IH, s). 7,51-7. 
11 (12H. m), 5.69 (2H, s), 4.01 (2H, s) , 3.77 (2H, 
30 q, J = 6. 9 Hz), 2.58 (2H, m), 2.29-2.22 (IH, m), 
2.12 (3H, s). 2.07 (3H. s), 2.01 (3H. s). 1.83-1.7 

6 (IH, m), 1.46(3H. s), 1.06 (3H. t, J = 6. 9 Hz) 
TOF-Mass : 569 (M+H) 

[0 0 6 1 ] mmmse) (RS) -6-T^ /-3- 
:ii^/W5- (6-fc Kp^v'-2. 5. 7, 8-7-h^y 
^/W^ p-v>'-2-:^?/V7K^1^:$ K) -1- (4-^/V'yl^y 
/y^=^/U) ^J-y^V (>ft-&i^508) 

4-111 v^-y-fy )\^ifs:=.)vy ziLz^jv^i y VT-^— V(r:>Wt> 

IH-NMR (DMSO-de^'. 6 Ppm) : 7.99 (IH, s), 7.51 (1 
H, s), 7.14 (2H d, J =8.1 Hz). 7.05 (2H, d, J = 8. 
1 Hz), 5.67 (2H. s), 3.74 (6H. m). 3.20 (4H. m). 
2.56 (2H. m). 2.29-2.22 (IH, m). 2.12 (3H, s). 2.0 

7 (3H. s). 2.01(3H. s), 1.86-1.75 (IH. m), 1.46 (3 
H, s), 1.06 (3H, t. J = 7.0 Hz) 

TOF-Mass : 564 (M+H) 

[0 0 6 2] mw\ 1 ) mt\^^^v /^m^&m^ft^ 
so mi^m 



4# m 2003-21 2872 (P2003-21 2872A) 
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[0 0 6 3] 
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(Immunology. 15, 405 (1968)) SrfflV>TfPffi Ufco IC 

Rmm^-^'>:^(ommi^mc7% (w/v) ©i^^bfi!' y/^ 
7 0 e ici % (w/v) (Dmti^'i? y )v/t^ v ^^wm. o 

2 mlSrS:ft-tcM*LTT WU^-SfSSr^eU. it^l- 
T-fehV (MRS) (w/v) ro«Sljb-g-!fe/T 

i|#fFM3093170-g-M)NB»l2«©||JSfiPi 1 (OKc^m (TIB 
«5g) 2.5% (w/v) /"T-t h>'^ji^0.04 mlSrIF:ft-«cM 

^ fig S tc « « 0» IS - IK R » ic 43 (t « O S 




»o [00 641 =S-i¥fc:*5it?)S^m)«oS:fMI»Md^6s 
1 0{g»<OJte5'(ti-&'^SrS-^Lfc«^tc*5ltS5^0ffi« 



[0 0 6 51 
[!^ll 



[0 0 6 61 ^<^;Slft> S 2 {'^F-f-jl ►) . *^PJ(D^D 
n-7V^^{i|j!}Sit|J0iHc^i-'fk-a-^Sr 1 Ofg 

[0 0 6 71 
[«2l 







fl:'&4ll! 28 


1. 27 


^•&«J 138 


1. 14 


254 


1. 70 


308 


1.40 




1. 25 


fb^fto 502 


1. 19 



[0 0 6 8] mnm i ) im^^^nn 

y U-V-i/ y 3 — yU400 1372 mg 



^Ky^^UV-^y /V4000 588 mg 

[0 0 6 9] mnm2) 

^t-o-^SOS 100 mg 

?L*t 353 mg 
:*r/W/K:^ri^7«^/W-&/^n— ;^::«7/Pv'f>i>» 30 mg 

t Kcz^^VT^n bWir/l^u— :^ 7 mg 

;^T'Ty :/®&-7^^v'!>A s mg 

^ft-t/VP— ;^ 5 mg 
[0 0 7 0] 
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LI ANSWER 1 OF 1 WPIDS COPYRIGHT 2005 THE THOMSON CORP on STN 
AN 2003-783328 [74] WPIDS Full -text 
DNC 02003-21 6006 

Tl New chroman derivative or its salt useful for treating allergic disease, 
type-IV-al lergio inf I animation, atopic dermatitis, contact dermatitis, 
chronic bronchial asthma, psoriasis and graft versus host disease. 

DC B02 

PA (NIHA) JAPAN ENERGY CORP 

CYC 1 

PI JP 2003212872 A 20030730 (200374)* 27 C07D405-12 <— 
ADT JP 2003212872 A JP 2002-14450 20020123 
PRAI JP 2002-14450 20020123 
10 ICM C07D405-12 

ICS A61K031-513; A61P011-06: A61P017-04: A61P017-06: A61P037-06: 
A61P037-08; C07D405-14: C07D407-14; C07D417-14 
AB JP2003212872 A UPAB: 20031117 

NOVELTY - A chroman derivative (I) or its salt is new. 

DETAILED DESCRIPTION - A chroman derivative of formula (I) or its salt is new. 
R1 = hydrogen. 1-4C alkyi and 7-10C aralkyi: 
R2-R5 = hydrogen or 1-40 a Iky I; 

X = hydrogen. 1-4C alkyI, 7-lOC aralkyi. 1-18C acyl and 2-19C alkoxy carbonyl group; 
Y = CO. OS and CH2: 

Ar = substituted phenyl by electron withdrawing group, optional ly substituted heteroaryl. 
or polycyclic aromatic group by 6 or more atoms other than hydrogen. 

An INDEPENDENT CLAIM is also included for a therapeutic agent for treating a I lergic disease 
containing chroman derivative of formula (I) or its salt as an active ingredient. 

ACTIVITY - Antial lergic: Dermatological : Antiinflammatory: Antiasthmatic; Antipsor iatic: 
Immunosuppressive. The antiinflammatory activity of compound (la) was measured using 
picryl-chlor ide induced dermatitis using a model of typical type-IV allergy inflammation 
according to Asherson s and others method (Immunology. 15. 405. 1968) The compound (la) showed 
antiinflammatory effect (1.40) at low concentration. 

MECHANISM OF ACTION - None given. 

USE - For treating al lergic diseases, especial ly type-IV-al lergic reaction such as atopic 
dermatitis, contact dermatitis, chronic bronchial asthma, psoriasis and graft versus host 
disease. 

ADVANTAGE - The novel chroman derivative has excel lent anti inf lammatory effect with respect 
to allergic inflammation, especially type-IV allergic reaction. The chroman derivative is a 
non-steroidal substance and effectively suppresses type-IV a I lergic inflammation. The compound 
is effectively absorbed from the skin when applied externally. Dwg. 0/0 
FS CP I 

FA AB; Gl; DON 

MC CPI: B06-A01: B06-H: B14-G02C: B14-K01A: B14-N17C 
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L2 ANSWER 1 OF 1 CA COPYRIGHT 2005 ACS on STN 
AN 139:133583 CA Full -text 
ED Entered STN: 21 Aug 2003 

Tl Preparation of pyr imidinedione group-substituted chromans and antiallergy 

agents containing them 
IN Isobe, Yoshiaki: Tobe. Masanorl 
PA Japan Energy Corp. , Japan 
SO Jpn. Kokai Tokkyo Koho, 27 pp. 

CODEN: JKXXAF 
DT Patent 
LA Japanese 
IC I CM C07D405-12 

ICS A61K031-513: A61P011-06; A61P017-04; A61P017-06: A61P037-06: 
A61P037-08; C07D405-14: C07D407-14: C07D417-14 
CC 28-16 (Heterocyclic Compounds (More Than One Hetero Atom}) 

Section cross-reference (s) : 1, 63 
FAN. CNT 1 
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PRAI JP 2002-14450 20020123 

CLASS 

PATENT NO. CLASS PATENT FAMILY aASSIFICATION CODES 



JP 2003212872 I CM C07D405-12 

ICS A61K031-513: A61P011-06: A61P017-04: A61P017-06: 
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C07D417-14 
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AB Title compds. I [R1 = H. Cl-4 alkyi, 07-10 aralkyi : R2-R5 = H. C1-4alkyl: X = H. Cl-4 alkyl. 
C7-10 aralkyi, Cl-18 acyl, 02-19 alkoxycarbonyl : Y = CO. OS. CH2: Ar = Ph substituted with 
electron withdrawing group: (un) substituted heteroary I. etc.] or their Pharmacol, acceptable 
salts are prepared Thus. MeNH2 was treated with 4-cyanopheny I isocyanate. cyclizedwith 
cyanoacetic acid in the presence of Ac20, treated with NaN02, hydrogenated over Pd/C, and 
amidated with 6-hydroxy-2. 5. 7. 8- tetraniethylchroman-2-carboxy I ic acid to give I (R1-R5 = Me. 
X = H. Y = CO. Ar = 4-cyanopheny I), which showed stronger antial lergy activity than I (R1-R5 
= Me. X = H. Y = CO. Ar = Ph) in picryl chloride- induced dermatitis in mice. 

ST antiallergy pyr imidinedione chroman prepn 

IT Allergy 

Al lergy inhibitors 



(preparation of pyrimidinedione group-substituted chrotnans as antiallergy 
agents) 

566921 -55-9P 
566921 -60-6P 
566921-65-1 P 
566921 -70-8P 
566921 -75-3P 
566921 -80-OP 
566921 -85-5P 



566921 -54-8P 
56692 1-59-3P 
566921 -64-OP 
566921 -69-5P 
566921-74-2P 
566921-79-7P 
566921-84-4P 



566921 -56-OP 
566921-61-7P 
566921 -66-2P 
566921 -71 -9P 
566921 -76-4P 
566921 -81 -IP 
566921 -86-6P 



566921 -57-1 P 
566921 -62-8P 
566921 -67-3P 
566921 -72-OP 
566921 -77-5P 
566921-82-2P 
566921-87-7P 



IT 566921 -53-7P 
566921 -58-2P 
566921 -63-9P 
566921 -68-4P 
566921-73-1 P 
566921-78-6P 
566921 -83-3P 
566925-1 4-2P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation) : THU 
(Therapeutic use): BIOL (Biological study); PREP (Preparation): USES 
(Uses) 

(preparation of pyrimidinedione group-substituted chromans as antiallergy 
agents) 

IT 74-89-5, Methyl amine, reactions 86-84-0, 1-Naphthyl isocyanate 
109-90-0, Ethyl isocyanate 124-40-3, D 1 methy I am 1 ne, reactions 
329-01-1, 3-Tr if luoromethylphenyl isocyanate 372-09-8, Cyanoacetic acid 
533-30-2. 6-Afflinobenzothiazole 1548-13-6, 4-Tr if luoromethylphenyl 
isocyanate 2217-41-6, 5, 6, 7, 8-Tetrahydro-1-naphthylamine 2243-47-2, 
3-Am i nob i phenyl 2243-54-1. 2-Naphthyl isocyanate 2285-12-3, 

2- Tr i f I uoromethy I pheny I i socyanate 2524-67-6. 4-Mor pho I i noan i I i ne 
2835-78-1. 3-Aminobenzophenone 3320-87-4. 3-Nitropheny I isocyanate 
3586-12-7. 3-Phenoxyani I ine 5350-93-6, 5-Amino-2-chloropyridine 
5470-49-5. 4-IHethanesulfonylani I ine 16413-26-6. 3-Cyanopheny I isocyanate 
23138-64-9, 3-Acety I pheny I isocyanate 24425-40-9 26628-22-8, Sodium 
azide 30806-83-8. 4-Ethoxycarbonylphenyl isocyanate 33630-96-5. 
5-Amino-N-methyl-2-pyridone 40465-45-0. 4-Cyanopheny I isocyanate 
49647-20-3, 4-Acety I pheny I isocyanate 53188-07-1, 6-Hydroxy-2, 5, 7, 8- 
tetramethylchroman-2-carboxyl ic acid 61424-26-8. 3-Benzylani I ine 
62476-56-6. 3-Amino-2. 6-dichloropyr idine 65399-05-5 67531-68-4, 

3- Ethoxycarbonylphenyl isocyanate 69922-28-7, 3. 4-Methylenedioxyphenyl 
isocyanate 110030-63-2. 3-Ben2yloxyphenyl isocyanate 566921-90-2 
RL: ROT (Reactant) ; RACT (Reactant or reagent) 

(preparation of pyrimidinedione group-substituted chromans as antiallergy 
agents) 

IT 566921-88-8P 566921-89-9P 

RL: ROT (Reactant): SPN (Synthetic preparation): PREP (Preparation): RACT 
(Reactant or reagent) 

(preparation of pyrimidinedione group-substituted chromans as antiallergy 
agents) 
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